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(57) Abstract 

Compounds represented by formula (I) and salts or solvates of these, each being useftil especially as an acyl coenzyme A cholesterol 
acyltransferase (ACAT) inhibitor, wherein (a) represents an optionally substituted divalent residue of benzene, pyridine, cyclohcxane or 
naphthalene, or vinylene; Ar represents optionally substituted aryl; X represents -NH-, oxygen, or sulfur; Y represents -NR1-, oxygen, sulfur, 
sulfoxide, or sulfone; Z represents a single bond or -NR2-; Rl and R2 each represents hydrogen, optionally substituted lower alkyl, 
optionally substituted aiyl, or optionally substituted lower silylalkyl; 1 is an integer of 0 to 15; m is 2 or 3; and n is an integer of 0 to 3. 
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3. Z*S3i-NR2-$:^f -fb^t; (I' ' • ) ®^5gi£ 

Z*sS-NRs-$:^1-^^®-®^ (I) T-^^n-S^b^tlttlffi'^?©:)^^^ 

(CI©S, JUTsS?^) 
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H2N-R2 



R(j— ( CH2 ) n-1 — C-Rg • '■ Ro— ( CHj ) n-, — C-j^j-Rj 

(VI) /_ (XX) 

HO— (CH2)I— N NH 
(CH2](rn 

(VIII). 



/ — \ 9 

HO-(CH2)l— N N — ( cHj ) n-1 — C-M-Rj 
(CH2J111 ^ 



.(XXI) 



HO- (CH2)I--n;^ ^ 



O- C- N-Ar 
(XXIII) 



\ ,N--(CH2)n-i-CHj-(vJ-R2 
(CHaJb 

(XXII) 

HO- ICHjV-t^ ^— (CH2)i>-N-C-N-Ar 
(CHjJm R2 H 

(XXIV) 



/~\ 9 

Rio- (CH2)I-N^ .N— (CH2)n-N-C-N-Af 
(CH,<in «2 H 



(aJT ^YH (XXV) 



-N 
(XI) 



r^.. ..... 



T — (CH2)I-N^^^ ^N— (CHa)n-^-c-jvj-Ar 
(!'") 
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*s R ioiiBimm^TjKi-o ) 

-m^ (XIX) X'7r.^h?>ib'^mts -m^ (vn T.T^^iif>*;i.7tt >^ 
^it^(Ds.!i&^mmt^. Mx.its&^\u^>itmt:s.m^^?> (xx) 

-e^^nST 5 K^zii*:^ff ^>ix5o Kli&it. BijIB 1 © ( 1 ) ®|g 1 x^St i^S i; 
T 5& ^ C i: T- ^ -5 o 

-m^ (XX) -c^^n^T^ hMb^tii:. -M^ (VIII) x-m^mm^K 

i?7'$>-T;i.rj-;Hb^^i:SSit;$*Si:. (XXI) xm^ti^T 

tifix^^o mmtLx^t. m^itN, -t^ ^^)in-^)i.i.T k \^ (dmf) . 
n^ix^bit^m (XXI) ssTct-^i:. -®^(xxi i )-c^.$n5-fb^t> 

n^ti^Tx Yi)a^m (XXI I) tr, -lai^ (XXIII) T-^$ns-i'v«> 

T >|S«f4:*S;&$-&S i:. (XXIV) X7i<^ti:b^\yT%^mi^-b^m(^ 

n*o pfb^i^sr^i^cfT 0 - 1 0 if * u < li^MfyfjST. m-9^WLmmR 

3 i: {^^ f) gu^^b^ife/ (XXIV) Aq,? ^nso j^iSt i: LT<i. mTLit 
^^'rJi^itLXit'^m (XXV) i^:v^■r•c:®^b^t^{c-iagi^: (xi) i^m^ 
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^ti^. KJi.it. mmi(D (1) <Dm3JimRum4xmizis^\:,tz^m:^mmt 



4. ^®fte®:&r*{::<fc«Ar±{cSJ$S^^-r^fb^% (I) ©i^^ga 

(I) Ar±{— NDS^^r^ib^%®r:bD^^i§rcf 

- h DSc0iS7cttSfBf:t^;K y - ;|, ir © ^ ^ p,, ^ ^ ,j ^ ^ _ 

^mRit^^--^y^jltj:l^t:MmtL. *^^*P f S c i: {3 J: T ff -5 3 i: *s 

^'olz. ><b^ti©N-fft^T;p^;Hb*A. T ^ >^b^^ qijfiai© 

^ >fb^^*C larke-EschweilerS^Gir^!|it-^Ci:{cj:Dm 
-»&^fs^b^t>SSiia-r'5c:i:*st#*, 
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N, N - V r D e;i/i^;i/T 5 >s N - ^ ij n. N 

^i^ilLTJis T-b h >s ^ ^ )UX )\^Tt^^t^ \^ . N, N - f>* p( 5^ ;i/ 7h A 

-15 0 'C-Cx 0 . 1-2 0 I^P^, itf * L < tt> 5 0 - 1 3 0 -C-C 1 - 5 

Clarke-Eschweile r S ;t5 1 fil ffl S ^ ftlK i: UTtex T'-fe h - 
hy;i/x N, N- $ i^^SO^ i n e, © fj: i:* 

(2) A r ±{rigiaT;i/:^r;i/^3fai$rW-r Sfb^!^©IK{igii 

i:*«T#^o njiij'-r^TX >i^-^^^i^{MT )\^^)Vi^^)vy ^ K 

®^M*T-M5g^T ^ ;i/?c ir-r i>T^>f^b Im^^^m-Ti CNrBB^ 1 0 - 0 2 5 
2 8 ;l A^XttT ^ >-fb^i^Si$<4»gMff'x ffil!^^:^ h U A T* T -(b Ls 
:^ h y K ffi ;!K ^§ An S IS f -5 dtlrJioTMiSf 

(3) A r ±{3|g®lTi';i';t=^i^Sx ffis i» T ;i/ n •> 26 , {&mT )V ^ )V 7. )V - 

<b-^t; (I) ^-x: At ±\z^WlT y H^WlT )V :n ^ >y taMT^l/ 

=^ ;w ;^ ;n ;i/ :t * 2/ S ;R Of i/* <£ ii» T ;i/ J dp S/ ;^ 7^ i; ;i/ i> g $ 
tia; -fb^ti (I) ©•t', ^ ^^b^tj^fei^r v^^b Lx Tk^fSf T-;jn*A 

-'V"fb> fgiiT;w:^;i/^bx iS.m.T )\^^ )\'X)V^^-)Vit. il&,m.T )V zi ^ 7, it^ \) 
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tiz^^mmt^ztt^X'^^. 

^ z tt^X' ^ Hi^ifJizit^ t h' D <b ^ (z i; ^ ^ ;n ;b A T ^ h- ?g i« i|n , 

iz^^jwimt^ztt^x^^oRs ^ y X3 :if-i^^t^PMizi^m^pm&o^:&T. y 

myk^tj^i^^^at^^^^ztizxi^m^t^ztii^x^^o ^i^Wjlzit. tKo 
^i^it-^mizy^ h 7 \^ a y ^ >mm^. !> 'J ^ >0i¥^£Tx ig^b^^' 

> ^ft:^ ^ z tiz 10 m^t ^ Z tt^X' ^ 

m^P. 7X^fb:^ h U -> A <^ v^ T* ifaib ^- T :i|f ;^ 'J >(5g & ix 1* -5 

( 4 ) A r ±{:: t K □ dp ^ n h d ^ ^ f -5 fb^ tlOMig 
<b^t> ( I ) ®r|nT-A r±{r t h- D:^->5lSi: - h □.3i!;>&:gt-%{bi?rt;ld:. t h- 

ct t) -r c Ti^T- § § o A f^tni {r iis b K d ^ -fb (z t -fe h - h 'J 

ifij'-h. mmT±^}i*:Rit'>$^^z tiz^i^mmt^z tm^x^^. 
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i^^i>mskm. mA.it. mm. m^^. ^m. mm. nmm. =&ii^pvh^ 
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B. 19 
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y<^ACATmm^miR(fjizmmt?><^m^7rstztip^. mmiRmtj: a cat 

<';45W4^9$^?3^J;ri£^i:-rs 4,0T-$, - ® j^/j r^g ^ $ ^ jj. t- X ft!i © ^ ^ rj<j g^f 
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i':tf^±mrjif^mm.m^'^ib'^xm:^ti>z tiz^ ^)mmi-^z tt^x^^o 
'St^**s ( I ) X'^.^ix^it^^iiLx. m-^f&xom-^s 1 B 1 - 1 0 

0 Omg. * b < {i 5 ~ 2 0 0 m g$: 1 3 I5]i;^lt-cS4l-^(Z)j!,sitf ^ LV^o 

mmm i 

^ ^ □ V-A$:gl3®iL. 0. 1 5MV >mmmm (pH?. 4) t!S®LTg||g 

^Mi:L;to n^m&m(DmmmmitiEn^<D^v^'ism*^^mm{.tzo acat 

l®SSf±0ilW^Ji J. G./x>r>r--(J.Lipid Res.. 24. 112 
7 - 1 1 3 4. 1 9 8 3 ) (D:^mt:&i:^Lxn-otzo •rtj:t>t,. 14C-01e 
oyl-CoA (40X/M. eoOOOdpm) RV' ^ ifsim T JV y I > (2. 
4 m g/m 1 ) ;S:^tf 0 . 1 5 M U >mmmm. (pH7. 4) 88/^1 

;u ;^ dp i/ H (dm so) izmm i.tzM.^it^<^ 2 u i ^WtmL, 3 7' c 

X 5^m^ >:if^^y<.- ]^ i^tzo zomiznmmm 1 0 M i^imtx 3 7 ' cx5 

i'bmitS^m) SISLtS:^. ^> □ p*;1.A/^ ^ y (2/1) 3ml 

Rvo. o4Njg^o. 5 m 1 *iD^Ts^5<&f^it mm^mdiLtzo mmm 
immt<LmLrz(Dib. ^^v-yizmrnvxT Lcru-h (^^i/^^si) izyf^va 

y h L;-c« ^=^+^> : : fi^^ ( 7 5 : 2 5 : 1 ) TJS^Ufeo ^ifilcLfe 
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if>t:o MiK * ^ 2 0 {3 ^ L „ 



^ 2 0 
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J 7 7 4mm&xfHepG2mmizin:^:bACATmm<^fn (M?a?*-fi:ftji]) 

J 7 7 4 ifjil r^3i liH e pG 2^?I|Jia^ 2 4 5^ ri. - h izmML. J 7 7 4 ^)1^1* 
DMEM. HepGmmtMEMt^mm i^H^til 0% M^mniskm ^^ts) 
37«C. 5% C0.^>:^^^-^-{3T2 4ll$^]g^L/i„ 10/. 

8l^|l8JS«Lfco igJlb*|^^PBST-2|«li5tff>'«l. 5 m 1 © ^ df. -t^- 
> : ^vrDyw-;p (3 : 2) T-«i£B U 0 L » Witi^^SO. 2ml® 

10% Triton X-1 0 0 * ^ tf ^ y 7* □ - J^Db;^ 
^D-^u (TO ;Rt;ci4^g,|:3i.^- (p^^j ^€n^n=7l.;^5^o-;i,E 

X^) Tin-j^Lfco «01(a®JUiai^M<fe, 0.25ml®2N NaOHl3 37-C. 
3 0>?>t?W^^bL. BCA Protein Assay Reagent (P^ 
i e r c e) T'S Sft^tJ^ Lfco T C t F C <D ^ m & tz y) (D Z3 u x ^ a 

^ 2 1 
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2 OjRV^ 2 1 {C^$tLT^^So 



s^mit,-^^ ( 1 ) 



: 5 - [2 - (2 - (4-7;i/:tD7x-;i/) - 3 

- ( 1 - 1 H--( lir^j-j\,- 2 ji) -2H 

)V-N- (2, 6-i^-i'vrDtr;i/7i.r.;i/) ^ > > r 

(WO. 92/0 9 5 8 2 IB $8 (D -fb ^ ) 



(2) : ( + ) - (S) - 2- [5 - (3. 5-i^^5=-;n^7\/ 
;n' ^ y y — ^l' 

(3 — D ^if/'^i^mm 5 2 3 9 4 1 ^iz^moit-^ 



MMit-^m ( 3 ) 



N- (2, 2, 5, 5-y^h^^^)l^-l, 3-i;;r + 1t 
>-4-'r;i/*;i/;Jf:^;i/) -/3-7'7:=.>2 (S) - [N 
' - (2, 2-2;p(5^;i/7*Dl^;i/) - N' - 

K] -1 (S) - a ^^i^ )\,3Ly(,y^JV 

(3 — D 5/ /I ^^^4 2 1 4 4 1 mz^moiti 



Mm^t-^m ( 4 ) 



[5 - (4, 5->'7ir:;i/-iH-^$yV-;i/-2- 

^>5^;i/] - N - ^ T'f^-;!/ - 2 - > 

— ;i/ T $ > 

(W093/23392 {C|3$8 6D<b^ 



^ll^^b^i^ ( 5 ) 



: 6- 2 ;u5^:t) -N- (2. 6 

9 - 8 8 6 6 O^ommm 8 iZfSmCDib 
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mmm 3, 
mmmm 

T. Ai:VN3o ) RXf!l^m^ 9 - 9 0 1 4 6 ^ (UT. B i: v^ o o ) IzmMOit 

s^ajLito mm^mz ziZTjkLtzo 

Mmih^^ (5) - (8) i: L-c^ bJ18Ba;rvb t3g3iJ©i3(:cDib^fe;&<^gffi U 

. ^^R3ib^^ (5) : 6- (-^>V^:\^-y-vr-;i,- 2 -f ;i/5^^) -N- (2. 6 

( A © ^J|g«« 8 iz: 13® ® -fb-g-^ ) 

*fl!3^b^% (6) : 6- i-^>^J ^if-V^J-JV- 2 - ^ -N- (2, 6 

- i^. V y u \^ y jL - )V) ^^-^yr ^ K 
(A0||J|E#!l 5 iZ%im<Dit'^m) 

Mmib-^m (7) : 6 - [5 - (N, N-i^*^^;i/T^y^5^;i/) ^>\;:i(^:3r 

■b-\/-;i/-2--r;p^:t] -N- (2, e-s^-fyT-Dt^ 

(B ®^SSfi?!l 3 7 {CgBi5®<b-&^g!J) 

^TR^fb^tr (8) : 6- [5- (N, n - ^ ^ ;i/ T ^ y ) ^ > y >}■ -tj- _ 

;i/-2-'r;i/^:t] - N- (2. 6-e^-rvrDt;i/7i 

(B<Dmm0i 3 8 tciBmo-fb^ife) 
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^ 2 2 





^ rrtJ 

''^ w S 


PH 


WMM 1 




1. 2 




m 1 
ill 1 




mmm e 


3 5 mg/ml 


1. 2 


MTMiP^l 1 3 


7 . 4 m g /m 1 


1. 2 


^jT/EfWJ 2 4 


1 7 mg/m 1 


1. 2 


*fJI§ ( 5 ) 


0. 0 5 M g/m 1 


1. 2 


5^119 ( 6 ) 


0 . 0 5 w g /m J 


1. 2 


mm ( 7 ) 


360~400wg/m 1 


1. 2 


5C?flg (8) 


170~180« g/m 1 


"1. 2 



mmm i 

2- [4- [2- (-c>^/;t:^t^y-;i.-2-^^l,5^;t) x ^ ] t^5i;>- 
1 --r^P] -N- (2. V7Dir;i.7^:i;i,) T-b KOSSig : 

1 - (2- t h'D:^i.:n^;i,) (2.21 g. 17 mmol) t 

^-N- (2. 6-:.'^v:7-Dt;i.7a:-;u) T-fehT5 K (ir^K3p8-l 5 8 
7 4 3^CDmmMUznm(D:^miZJ:^^m) (5.07 g. 17 mmol) (D DMF 
(30 ml) (2.35 g. 17 mmol) &^ju^. 8 0'CX'2mmmW 

m^nrcmm^t.u:^^;ii,yA^a^i^^^y,- a^v^^jv loo g. m 

; T>^=.TmmA^ ^-)V : ^PD;^;^A = 1 : 2 0) tmSKlUf^en 
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-JV) - 2- [4 - (2-tKD:^i/ji5^;i,) t^^i?>_i_^;|,] 

K K 4.72 g (JR^ 80 %) ^m&mmt bxmtzo 

Z Oy JVZi -)U (300 mg, 0.86 mool) ® T H F (5 ml) ^^iz V U ^^)\yT K 
> (172 mg, 1.7 mmol) RV^ 4 - i; ^ 5^ ;v t ^ ^ t U > (10 mg, 0.09 mmol) 
^mt. 7K}^mnT. m^it/- ^ (IIS mg, 1.0 mmol) &}iSTL> 4 

O^P^jtJ^ Lfec ^V^T^ e.{c: h U :c5^;vT ^ > (172 mg. 1.7 mmol) &Adx. 
7k?^Jii^fTs mt ^ ^ > X - )V (115 mg, 1.0 mmol) SflSTL. 2 0 

L/fee #^nfe«al*DMF (7 ml) {r^/WL2-^;U;!jrb^>^y;t^-!tVf — 
( 130 mg, 0.86 mmol) . mmti U -i? A (ISO mg, 1.3 mmol) tl 8 - 5 > 
-6 (21 mg. 0.08 mmol) ^ in ^ , 8 0 'C T' 1 I^F^M# U » SJtfc ?S & T 

U AT-^g^S^. mm^'^^Ltzo C:®aai?&i-';p?7'y;i/*7A^Dvhe^57 
-f - (e^ U 40 g, ; '\^1^-> :r-fe)>>=5 : 1-10 : 3) T" 

mm. f#^.nfe^S*T-feh>-^dF-y->j:t3 ^jjig^ BOtj^b^^ 326 mg 

(1K4S 79 %) ^m^i\iiK^t\.xntzo 
lll^^ : 161 - 163°C 

IR (KBr) cm-': 3318, 3290, 2961, 1664. 1495. 
IH-NMR (CDCl,) 6 : 

1.21 (12H. d. J=7.1 Hz), 2.57-2.80 (8H, m). 2.84 (2H, t. J=7.1 Hz).. 
3.02 (2H. sept, J=7.1 Hz), 3.22 (2H, s), 3.49 (2H, t, J=7.1 Hz), 
7.18 (IH, d, J=8.3 Hz), 7.19 (IH, d. J=6.8 Hz). 
7.21-7.33 (3H, m). 7.43 (IH. m), 7.59 (IH, m), 8.61 (IH, bp s). 
EIMS m/z (relative intensity) : 480 (M*), 97 (100). 

7Clg^*if : CaTHaaNnOaS t\^X 

Steffi : C. 67.47; H, 7.55; N, 11.66; S, 6.67. 

mmm. : C, 67.47; H, 7.52; N. 11.58; S. 6.65 
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2- [4- 12- {^>^J^-7^J-)V-2-i ,V^ylt) OL^JUI 

Wl}^ : 170 - 17rC 

IR (KBr) cm-': 3435, 3311. 3281. 2961. 1666, 1500. 
IH-NMR (do-DMSO) 6 : 

1.14 (12H. d. J=7.1 Hz). 2.58-2.66 (8H. m). 2.77-2.82 (.2H, m). 

3.06 •(2H, sept, J=7. 1 Hz). 3.12 (2H. s). 3.50 (2H. t. J=7.0 Hz). 

7.11 (IH, d, J=8.5 Hz). 7.11 (IH. d. J=6.6 Hz). 

7.21 (IH. dd, J=8.5. 6.6 Hz). 7.31 (IH. td. J=7.3. 1.2 Hz), 

7.42 (IH, td. J=7.3. 1.2 Hz). 7.80 (IH. ddd. J=7.3. 1.2. 0.7 Hz). 

7.90 (IH, ddd. J=7.3. 1.2, 0.7 Hz). 8.74 (IH, br s). 

BIMS n/z (relative intensity) : 496 (M*), ill (lOO). 

Tb^^lSr : C27H3eN40Sj tLX 

t\nm : C. 65.29; H. 7.30; N. 11.28; S. 13.04. 

nmm : C, 65.28; H. 7.42; N. 11.13; S. 12.91 

nmm 3 

2- [4- [2- (-OX-r $^y-;^-2-^;^^;^-) i^^5i;>- 
1 - -N- (2, V7-Dl^;i.:7:cr:;i,) t -fe h T ^ Y OWlt : 

-fx^^m^^xmmm i iii^^fcs^s • m^l. umit^f^^^m^^^^tLxn 

: 207*C(d) 
IR (KBr) cm-': 3432, 3282, 2961, 1662, 1500. 
IH-NMR (do-DMSO) 6 : 

1.14 (12H, d, J=6.8 Hz), 2.67-2.65 (8H. m), 2.73-2.78 (2H, m), 
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3.05 (2H, sept, J=6.8 Hz), 3.12 (2H, s). 3.40 (2H. t, J=7.0 Hz), 
7.07 (2H. dd. J=5.9. 3.2 Hz), 7.11 ( IH, d, J=8.6 Hz). 
7.11 (IH, d, J=6.6 Hz), 7.31 (IH, dd, J=8.6, 6.6 Hz), 
7.40 (2H, dd, J=5.9, 3.2 Hz), 8.74 (IH, br s). 
BIMS m/z (relative intensity) : 479 (M*), 316 (100). 
TcM'^^ff : CziHstNsOS i:LT 
IfStfit : C, 67.61; H, 7.77; N. 14.60; S, 6.68. 
: C, 67.46; H, 7.91; N. 14.39; S. 6.62. 

mmm 4 

2 - [4 - [2 - ( 7 - ^ h ^ :b JV7n - )]^ ^> ^ ^ ~~ J], - 2 - ^ )U ^ :t ) 

1 -N- (2, 6 -i?^ vro ir;i.7x:i;i,) r 

16^ : 159 - 161*C 

IR (KBr) cm-': 3436, 3291, 2959, 1729, 1657. 
IH-NMR (CDCls) <y : 

1.21 (12H, d, J=6.8 Hz). 2.63-2.76 (8H, m), 2.86 (2H. t, J=6.8 Hz), 

3.00 (2H, sept. J=6.8 Hz). 3.21 (2H. s), 3.51 (2H, t. J=6.8 Hz), 

4.00 (3H, s). 7.18 (IH. d. J=8.3 Hz), 7.18 (IH, d, J=7.1 Hz). 

7.29 (IH. dd. J=8.3, 7.1 Hz), 7.35 (IH, t, J=7.8 Hz), 

7.77 (IH, dd, J=7.8, 1.2 Hz), 7.88 (IH, dd, J=7.8, 1.2 Hz), 

8.60 (IH, br s). 

BIMS m/z (relative intensity) : 538 (M*), 317 (100). 
TbM^W : C29H3.N404S tLX 
n^nm -. C, 64. 66; H, 7.11; N, 10.40; S, 5.95. 
mmm C, 64.65; H. 7.12; N, 10.27; S, 5.95. 
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mm0i 5 

2 - [4 - C2 - (4-p{h:^«>*;^^-;^^>V;^i-^^^/_;^_2-^;^^^) 
tr-^^i;>- 1 -N- (2. 6 - i^W r D t ;p 7 n ;w ) ^ 

WiJ^ : 173 - 175'C 

IR (KBr) cm": 3428. 3278. 2960. 1710. 1663. 
IH-NMR (CDCI3) 6 : 

1.21 (12H. d. J=6.8 Hz), 2.63-2.76 (8H. m). 2.86 (2H, t. J=6.8 Hz). 

3.00 (2H. sept. J=6.8 Hz). 3.22 (2H, s.). 3.58 (2H. t. J=6.8 Hz). 

3.99 (3H. s.). 7.18 (IH, d. J=8.1 Hz). 7.18 (IH. d. J=6.8Hz). 

7.29 (IH, dd. J=8.1. 6.8 Hz). 7.30 (IH. t, J=8.I Hz). 

7.62 (IH. dd. J=8.1. 1.0 Hz). 7.94 ( IH. dd. J=8.1. 1.0 Hz), 

8.61 (IH, br s). 

EIMS m/z (relative intensity) : 538 (M*), 317 (100). 
TvM^ifr : C2.H3eN404S tLX 

: C, 64.66; H. 7.11; N. 10.40; S. 5.95. 
mmm C. 64.63; H, 7.24; N. 10.34; S. 5.91. 

mmm e 

2- [4- [2- {:t:^V^Jn [4. 5-b] V P > - 2 - ^ )V ^ ^ ) 

- 1 - - N- (2 . 6-i^^vyDi^)iy:c-)V)T-izhT^ 

2 - ^ h ^>^J:t^V:^J-Jl0iXt> ^ 2 - ^ )l tl r h :^ ^ D [4. 

5-b] i^>:&mv^xmm0>i I tmmizKiz. ' mmL. E&oit,-^'^:&m&ii 
^mtLxwtco 
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ii';^' : 153 - 154°C 

IR (KBr) cm"': 3433. 3318, 3293. 2961. 1667. 
IH-NMR (CDCI,) 6 : 

1.21 (12H, d, J=6.9 Hz). 2.64-2.77 (8H, m). 2.87 (2H, t, J=6.8 Hz), 

3.00 (2H. sept. J=6.9 Hz), 3.22 (2H, s), 3.56 (2H, t. J=6.8 Hz), 

7.18 (IH, d, J=8.6 Hz), 7.18 (IH, d, J=6.6 Hz), 

7.18 (IH, dd, J=8.1, 4.9 Hz), 7.29 (IH, dd, J=8.6. 6.6 Hz), 

7.70 (IH, dd, J=8.1, 1.5 Hz), 8.45 (IH. dd, J=4.9. 1.5 Hz), 

8.60 (IH, br s). 

EIMS m/z (relative intensity) 481 (M""), 126 (100). 

TcM^iff : C2eH35N50sS tLX 

nfnm C, 64.84,- H, 7.32; N. 14.54; S. 6.66. 

C, 64.84,- H, 7.42,- N, 14.33; S, 6.65. 

^mm 7 

2- [4- [3- (^>^J:i-^^^j-j].- 2 )i.^yt) ya\^jv2 t:-^^i^> 
-l-^;i/] -N - (2, 6 - i> -{ V y V \:: )l y jL - ;v) T-thT^KCDMig: 

1 - (3 - t h' D ^^ro tr;i.) (0.71 g, 5.0 maol) 2 - :/ 

D^-N-(2, 6-i^^vyn\::)iy:^-;i)T±hTl\' (1.49 g, 5.0 mm 
ol) ®DMF (10 ml) ^miz^m± U ->A (0.76 g. 5.5 mmol) & Dp . 80-CT 

2mmmi^Lrco -RfS^sszk-e^K? ug^Kai5^;i.-r-«im Lfc„ ^MJi*7jc. f&m 
n ixtcmm^ ^) ts ^ )vti ^ I. ^ u ^ Y if ^ y - ^)ts^ )], 30 g, mm 

; T -Tm.m^ ^ J - }V : uuif^)V2^ = 1 : 20) T f# ^, n 

«S^S:B^^3i5^;i, - ^?DD;^;^AJ; D H^S 2- [4- {Z-tYu^tyyu\^)\,) 

i?>-\-^ -N- (2,6-:; ^' VT-D t;i.7 xr:;i/) 7-b K 1.13 g 

(iR^ 63 %) ^m^mmt UTf#feo 

:i0T - )v (444 ng, 1.22 mmol) ® T H F (10 ml) rgMtc h U )VT 
^ > (185 mg, 1.83 mmol) RV^ A - ^ )\.T ^ y t U f>* > (14 mg, 0.06 mmo 
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1) ^mt. 7X?^m#T. i^it ^ ^ > 7. )V n-^ - }l (le? mg, 1.46 mmol) 

4 O^mmr^Ltco ^\^X^ ^IZ h Va^^firi > ass mg. l.SS mmol) S*Px.> 

^K}^m^^T^ t^itA^ (167 mg, 1.46 mniol) *riSTL. SO^BBJt 

^Ltzo f# ^ D M F (7 ml) IZ^M V 2 - ^ )U t) y h ^ > 'J Tt ^ It 'J 

-JU (151 mg. 1.0 mmol) , J^®?* U •> A (166 mg. 1.2 mmol) i: 1 8 - 4^ ^ 
>-6 (13 mg, 0.05 mmol) *iD^. SO'CC- 1 I^F^iI#Lfco SJfRM * ;!k T* 

Z (D^m^ V t, ^ Jl^ij ^ A ^ a h ^ ^ - ii^V^^j). 40 g. MeafgJJSE 
; -^^V-> : T-t }• > = 5: 1-10: 3) flWiSLs f#e.*l^c$SII*7'-feh> 

J: bS^H id5<b^!B5 321 mg (J|R^ 60 %) t:mBmmt Urfffco 
Ife;!^ : 123 - 125"C 

IR (KBr) cm-': 3317, 2959, 1663, 1499, 1129. 
IH-MMR (CDCI3) 6 : 

1.21 (12H, d, J=6.8 Hz), 2.04 (2H. quint, J=6.8 Hz), 
2.46-2.80 (8H. m), 2.54 (2H, t, J=6.8 Hz), 

3.00 (2H, sept. J=6.8 Hz), 3.22 (2H, s). 3.37 (2H. t. J=6.8 Hz). 
7.18 (IH, d, J=8.1 Hz). 7.18 (IH, d, J=6.8 Hz), 7.20-7.32 (3H. m). 
7.43 (IH. m), 7.59 (IH, m), 8.62 (IH, hr s). 
EIMS m/z (relative intensity) : 494 (M*), 290 (100). 
7C^t9-*ff : C28H38N 4 0 2 S tLX 

: C, 67.98; H, 7.74; N, 11.33; S, 6.48. 
C, 67.84; H, 7.78; N. 11.22; S. 6.43 

mmms 

2- [4- [3- (-<>^J^T^J-)l- 2 )\.^7t-) 7'Dbr;i.] f^^i^>- 
1-1" - N- (2. 6-e^-i'V7'oi^;i/7in;i/) T-bbr^KCS^jii: 
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Mj^ : 113 - 115»C 

IR (KBr) cm-': 3436. 3299, 2962, 1661, 1502. 
IH-NMR (CDCI3) 6 : 

1.21 (12H, d. J=6.8 Hz). 2.03 (2H. quint, J=7.1 Hz), 
2.51-2.58 (6H, m), 2.73-2.77 (4H. m). 3.01 (2H. sept. J=6.8 Hz). 

3.22 (2H, s.). 3.41 (2H, t. J=7. 1 Hz). 7.18 (IH, d, J=8.3 Hz). 
7.18 (IH, d. J=6.8 Hz). 7.29 (IH. dd, J=8.3, 6.8 Hz), 

7.29 (IH, td, J=7.8. 1.2 Hz), 7.41 (IH, td, J=7.8, 1.2 Hz). 
7.76 (IH, dd. J=7.8. 1.2 Hz), 7.85 ( IH, dd, J=7.8, 1.2 Hz). 
8.63 (IH, br s). 

EIMS m/z (relative intensity) : 510 (M*), 139 (100). 
Tcl^^tff : C»8Hs.N40S2 tLX 
It^M : C. 65.85; H, 7.50; N, 10.97; S. 12.55. 
mmm C. 65.76; H. 7.59; N, 10.78; S. 12.49. 

mmm 9 

2 - [4 - [3 - > X ^ ^ - )\. - 2 - >( ^ :^ ) ■Tot:;!/] i^y 
-I-'T;!'] -N - (2, 6-i/*^V7-Dtf;i/7ai:z;i/) r-fehT5K©®iJig: 

2-p<;i/*rh^>\;;t=^-y-v"-;i/0ft^D(c, 2 - ^)itiyh^>x^ i v 

Wi^ : 123 - 125*0 

.IR (KBr) cm-': 3429, 3273, 2961, 1659, 1506. 
IH-NMR (d6-DMS0) 6 : 

1.13 (12H, d, J=6.8 Hz). 1.90 (2H, quint, J=6.8 Hz), 

2.40-2.52 (6H, m), 2.61-2.65 (4H, m), 3.05 (2H, sept, J=6.8 Hz), 
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3.12 (2H, s), 3.29 (2H, t, J=6.8 Hz), 7.06-7.10 (2H. m), 

7.12 (2H, d. J=7.6 Hz), 7.22 (IH, t, J=7..6 Hz), 7.38-7.42 (2H. m), 

8.76 (IH, br s). 

BIMS m/z (relative intensity) : 493 (M*), 139 (100). 

mm0i 1 0 

2- [4- [3- ( 7 :^i/*;i/;}?-;i,^>v;;t=5r-y->>f-;b- 2 -f 
rDtr;i.] \f-<^i^>- 1 -N- (2, 6-t^^vy'D\^j].y^=.)u) 

Sfe^ 135 - 136*0 

IR (KBr) cm-': 3429, 3340, 2961, 1720. 1663. 
IH-NMR (CDCla) <y : 

1.21 (12H, d, J=6.8 Hz), 2.07 (2H. quint, J=7.0 Hz), 
2.52-2.57 (6H, m), 2.73-2.76 (4H, m), 3.01 (2H, sept, J=6.8 Hz). 

3.22 (2H, s.), 3.40 (2H. t. J=7.0 Hz). 4.00 (3H, s), 
7.18 (IH, d. J=8.3 Hz), 7.18 (IH. d, J=7.1 Hz), 

7.29 (IH, dd, J=8.3, 7.1 Hz), 7.35 (IH. t, J=7.8 Hz), 

7.77 (IH, dd, J=7.8, 1.2 Hz), 7.88 (IH, dd. J=7.8. 1.2 Hz), 

8.63 (IH, br s). 

EIMS m/z (relative intensity) : 552 (M*,100). 
7c^^t/f : C3oH4oN«04S i:LT 
H-^fil : C, 65.19; H. 7.29; N, 10.14; S, 5.80. 
: C. 65.31; H, 7.57; N, 10.02; S. 5.78. 

%mm 1 1 

2- [4- [3- ( 4 h 2 
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■7'a\^jU) tr-^^i;>- 1 -N- (2, 6 - V r D If 7 a. ^ ;b ) 

Mfk : 132 - 133"C 

IR (KBr) cm"': 3422, 3239, 2958. 1717, 1660. 
IH-NMR (CDCI3) 6 : 

1.21 (12H, d, J=6.8 Hz), 2.06 (2H, quint. J=7.0 Hz), 

2.52-2.57 (6H, a). 2.74-2.77 (4H. m), 3.01 (2H. sept. J=6.8 Hz), 

3.23 (2H, s,), 3,45 (2H, t. J=7.0 Hz). 4.00 (3H, s), 

7.18 (IH. d. J=8.1 Hz). 7.19 (IH, d, J=6.8 Hz), 

7.29 (IH. dd. J=8.1, 6.8 Hz). 7.30 (IH, t, J=7.8 Hz), 

7.62 (IH, dd, J=7.8, 1.0 Hz), 7.94 (IH, dd, J=7.8, 1.0 Hz), 

8.64 (IH, br s). 

EIMS m/z (relative intensity) : 552 (M*, 100). 
TC^^W : C30H40N4O4S tLX 

nnm c, es.is; h, 7.29; n. 10. m; s, 5.80. 
mmm : c. 65. 18; h. 7.39; n, 9.90; s. 5.84. 

^mm 1 2 

2 - [4 - [3 - [4. 5-b] tr';i'>-2-^;i/^;t) rntf 

1 -N- (2. 6-i^^vrDif;i.7x-;j,) T'-fe h 

; 125 - 127°C 
IB (KBr) cm-': 3431, 3241. 2959, 1664, 1496. 
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IH-NMR (CDCls) 6 : 

1.21 (12H. d, J=6.8 Hz), 2.09 (2H. quint,. J=7.2 Hz), 
2.52-2.59 (6H. m). 2.73-2.77 (4H, m). 3.01 (2H. sept, J=6.8 Hz). 

3.22 (2H, s,), 3.44 (2H. t, J=7.2 Hz). 7.18 (IH. d. J=8.3 Hz). 
7.18 (IH. d. J=6.6 Hz), 7.18 (IH. dd. J=8.1, 5.1 Hz). 

7.29 (IH. dd, J=8.3. 6.6 Hz). 7.69 (IH. dd. J=8.1. 1.5 Hz), 

8.45 (IH. dd, J=5.1. 1.5 Hz), 8.63 (IH, br s). 

EIMS m/z (relative intensity) : 495 (M*), 302 (100). 

7C^ifl«flf : CstHstNsOsS i;LT 

tf^fi : C, 65.42; H, 7.52; N, 14.13; S. 6.47. 

mmm : C. 65.57; H, 7.63; N, 13.84; S, 6.38 



13 

2- [4- [3- (-<>V:t^V^J'-JV-2 u \^ )V] if.=^\^^^ 
$^>-l-'f;i/] -N - (2. S - vzru^)],y T± VT X Y om. 

: 

3 - t KD^^i^rn - 1 l^^^i;^ (158 mg. 1 mmol) OT^V- 

h U ;i/ (5 ml) mm^z^mti V ^ U (152 mg. 1.1 mmol) , 2 -7P^-N- 
(2 . 6 -i^-r vro tr;i.7 3.r:;i.) 7^\TKY (298 mg. 1 mmol) Sin^. 

(3-t:KD:^i>7-otf;i.) 4^^t^vi;>-l-^;i.] - N- (2. S-i^W 
v:ro t;i,7 X -;i.) T-fe K 327 mg (iRm 87 %) ^ ffi t UT 

C ® T^WD (130 mg. 0.34 mmol) 0^<b^ f- Ix > (3 ml) ^t«{3 H y m 

^>'^T ^ > (52 mg. 0.52 mmol) 4 - i?^ * y U > (6 mg, 0.05 

mmol) ?S:An^. 7i^i^mi^T . i^it ^ ^ > ^ jIt^ - ji (59 mg, 0.52 mmol) 

S'fl)-^ < iiSSTLfeo 0i9-fe1M}f Lfe^. S JEC T« S K :ii 5^ ;u itff iB 
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m^ntzmm^DMF (2 mi) izmm\.s 2 - ^)v:by h 

(51 mg. 0.34 ml) »J ^ (51 mg, 0.37 mmol) i:18-i'7'i7>-6 

(11 mg. 0.04 mmol) ^^MX. S 0 'CX- 2 mmmf^ L tzo RUt^m^ykX' bs 

mm; -^^v-> : T± h> = 1 : 1) xm^kL. - T-it h > 

mL. smit-^^ 140 mg (Ji2^ 81%) t:m:&^t^mtLxmtzo 

M)^ : 109 - llix: 

IR (KBr) cm-': 3429, 3275, 1661, 1500, 1453. 
IH-NMR (CDCI3) 6 : 

1.21 (12H, d. J=6.8 Hz), 1.89 (2H, quint, J=5.8 Hz), 

2.00 (2H, quint, J=6.8 Hz). 2.67 (2H, t, J=6.8 Hz). 

2.73-2.78 (4H. m), 2.91-2.96 (4H. m). 3.03 (2H. sept. J=6.8 Hz). 

3.35 (2H. s). 3.37 (2H, t, J=6.8 Hz), 7.18 (2H. d, J=7.6 Hz). 

7.21-7.31 (3H. m). 7.43 (IH. m). 7.58 (IH. m). 8.77 (IH, br s). 

EIMS m/z (relative intensity) : 508 (M*, 100). 

TC^^I/f :C28H.oN402S tLX 

mnm : c. 68.47; h. 7.92; n, u.oi.- s, 6.30. 
mmm c. 68.19; h, 8.03; n. 10.79; s. 6.28. 

^Mm 1 4 

2 - [4 - [3 - (7 - h^'>:^jl.7n-j],^y^jyt-^Vy--Jl - 2 - ^ 
T-Dtr;!,] 1 -n- (2. 6 - ^ v r D t 7 

;U)T-trhT^K®l^ig: 

i^:^)i'yn-)i.^>^jt^v^j-ji^m^^xmmM i a tmmizRst^ • mmi.. s 
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Sl!^ : 83 - 85'C 

IE (KBr) cm-': 3425. 3250, 1735. 1719. 1660. 
IH-NMR (CDCU) 6 ; 

1.21 (12H, d, J=6.8 Hz), 1.89 (2H, quint. J=5.8 Hz). 

2.02 (2H, quint. J=6.8 Hz). 2.68 (2H. t, J=6.8 Hz). 

2.73 - 2.79 (4H. m). 2.91 - 2.96 (4H. m). 3.02 (2H. sept. J=6.8 Hz), 

3.35 (2H. s). 3.40 (2H. t. J=6.8 Hz), 4.00 (3H. s). 

7.18 (2H, d. J=7.6 Hz), 7.28 (IH. t. J=7.6 Hz), 

7.34 (IH. t. J=7.8 Hz), 7.76 (IH. dd, J=7.8. 1.2 Hz), 

7.87 (IH. dd, J=7.8, 1.2 Hz). 8.77 (IH. br s). 

EIMS m/z (relative intensity) : 566 (M*). 153 (100). 

Tc^^^ff : C3iH42N404S i: LT 

mnm c. 65. 70; h. 7.47; n. 9.89; s, 5.66. 
mmm c, 65. si; h. 7.56; n. 9.79.- s, 5.65. 

mmm 1 5 

2- [4- [3- (:ir^V^Ju [4, 5-b] b: 'J > - 2 - ^ 5^ :t ) 7*01^ 

- 1 - _N- (2 . 6 - V y n ^ )V y :c - JV) T 

[4 . 5-b] t u t;>^m\^xnmiin i z tnm^zm.m ^ iii^jfb^t; 

Wi^ : 73 - 75°C 

IR (KBr) cm-': 3435, 3240, 1660. 1497. 1403. 
IH-NMR (CDCI3) 6 : 

1.21 (12H, d. J=6.8 Hz). 1.87-1.95 (2H, m), 2.01-2.10 (2H. m). 
2.67-2.73 (2H, m), 2.75-2.82 (4H. m), 2.92-2.96 (4H. m). 
3.03 (2H, sept. J=6.8 Hz). 3.36 (2H. s), 3.43 (2H. t. J=6.8 Hz), 
7.18 (IH, dd, J=8,0, 5.0 Hz). 7.18 (2H. d. J=7.6 Hz). 
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7.28 (IH, t. J=7.6 Hz), 7.69 (IH, dd, J=8,0, 1.5 Hz), 

8.45 (IH. dd, J=5.0. 1.5 Hz), 8.78 (IH, br s). 

EIMS m/z {relative intensity) : 509 (M*), 316 (100). 

7C^:0lff : C28H3»N5O2S'0.2H2O t LX 

Minm : C, 65. 52; H. 7.74; N, 13.64; S,6.25. 

mmm C, 65.62; H. 7.71; N, 13.44; S, 6.31. 



mmm i e 

N- [2- [4- [2- i-O^Jri-^-^^J-ji^ 2 5^ ;u ] 

1 _N' - (2. G-i^^vm tT ;i/ 7 :n - ) -N- 

n--^y^j\,T i > (2.30 g, 20 mmol) ® T H F (20 ml) ^MC. 
Tx :^ib:7D^7'-t5^;w (2.02 g, 10 mmol) ®THF (10 ml) ?gj«^}STL. 

mm^^^Ls 3ffl2-rD^-N-'sr5^;i.T-trh7'^h-* 2.36 g (JjKi^99%) 

:L(DT K K (2.36 g, 10 mmol) t 1 - (2-hKO:ifi>3:^;i,) i^^^o^> 
(1.30 g. iO mmol) <DT-i2 h-h V (40 ml) U A (1.52 g. 

11 mmol) ^m^. ^ux- 1 2mmm^vrzo is.hnm^mmL. mm^mm:^^ 
)\^X'mmLfzo ^mm^7k. ^m-ki^Tkx-m^imipL. m^kmrni- h v ^ i^x^ 

>^ 75 g, mmmm t - Ts&m^ ^ y -ju i; uDt^jiA = i : 20) x 

mmL. N--s7-^;i/- 2 - [4- (2 - t \'n^^>jL^ji) \fi^=>vy-\- 
-r;!/] T^VT\ Y 2.39 g (JRJ^ 83 %) * »| 4^ ^ t LTfffcc 

Z-O^T \ K (1.69 g, 5 . 92 mmol ) ® T H F ( 40 ml ) vi? t; Tik m fl^ T. 'J f- 
•>A7jc|^fbT;u ^ riH7 A (380 mg, 10 mmol) <£iiD^. M L 1 5 ^raUtf^|i'^, 
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u :«j>r;i/ 75 g. mmmm ,• t >^=LTmmA.'$> j ~)v p uuiix)v = i : 20) 

y 694 mg (JK^ 43 %) ^U^^^^ t LX^fzo 

c: ©T ^ y (271 mg, i mmol) d o ;i^;i/A (5 ml) 

V^'T>^2. 6 -i;'>i' vro t;i/7;i:r:;i. (204 mg. 1 mmol) § in x. , 15^ 

U 10 g, M00^«J ; 7- >^;:Tfiainy ^ y : D D A = 3 : 97) 

Ls - '\^-y-><tt)Sis^L. n' - (2, e- 

v'^'V7'ai^;i/7a:;z;i.) -N-^^r^^b-N - [2 - [4 - (2-h:KD=^i> 
3if-;i.) t:^5 > - 1 340 mg (JR^ 71 %) :£|}RfeftJK 

Z(DTJi:n-)i (338 mg, 0.71 mmol) © T H F (5 ml) h V 3l^jvt 

K > (93 mg, 0.92 mmol) RV^ 4 - iP^^jVT $ y If U > (9 mg, 0.07 mmol) 
SiD^> 7lcJ^>Jt*'-|iTx li^b^ ^ ;i/ (89 mg, 0.78 mmol) :&j^TL. 3 

O'S^mmi'^ l.tzo m^^X^ /biz h V :jl^)IT 5. > (93 mg. 0.92 mmol) ^MX. 
7Kj^}tfi|JT. i^it^ > 7. )in-^=.j\^ (89 mg. 0.78 mmol) ^SrSTb. 2 0^r^jt 

n ^iitzmm^ DM F (3 mi) izmmL. 2 - ^ jiijy h ^>^jyi-^v-^j-j\^ 

(91 mg, 0.6 mmol) . mmti V ^ (104 mg, 0.75 mmol) i:18-^^>i;>- 
6 (16 mg. 0.06 mmol) ^jja^. & 0 VX 1 ]^mmi^ Ltzo KJiBm^7kX^W.L. 

mm:^^-)uxmmLrzo ^mm^.7k. ^m^^Ti^xmaKm^b. mTkmmi- h ^) 
't'^x^m'^. ^m^'^^Ltzo d <j jb-ryi/Tb 5 A ^ D v h ^7*5 7 ^ 
- (-> u ij^ji 40 g, mmmm ; ^^v> r-t h> = 5 1-10 : 3) xmm l 

f#e>nrci®ffi*T-feh> - ^^V-> X <r,n^mL. StfJit-^^ 243 mg(4X^ 5 

7 %) ^mBimmt.[.xmrzo 

Wu^ : 110 - lire 
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IR (KBr) cm-': 3326, 2956, 1627, 1498, 1130. 
IH-NMR (CDCI3) 6 : 

0.88 (3H. t, J=7.1 Hz). 1.14-1.36 (22H. m), 2.39-2.61 (8H, m). 
2.63 (2H. t. J=5.1 Hz), 2.69 (2H, t, J=6.8 Hz), 
3.16 {2H, sept,J=7.1 Hz), 3.34 (2H, t. J=7. 1 Hz), 
3.39 (2H, t, J=6.8 Hz), 3.46 (2H, t, J=5.1 Hz), 

7.13 (IH, d, J=8.3 Hz). 7.13 (IH. d. J=7.1 Hz). 7.19-7.30 (3H, m), 
7.41 (IH. dd. J=7.6, 1.4 Hz), 7.56 (IH. dd. J=7.6. 1.4 Hz). 
8.10 (IH. br s). 

EIMS m/z (relative intensity) : 607 (M*), 254 (100). 
TX.M'^in : CssHssNsOiS i: L T 

nnm c, 69.15,- h, 8.79; n. 11.52; s. 5.27. 
mmm c. 69.27; h. 8.93: n, 11.29; s. 5.32. 

mmm 1 ? 

N' - (2. 6-i^'fvrDt:;i/:7ai-;i/) _n-^T5^;u-N- [2 - [4- 
[2 - (7-^ h ^^>tlJl^7n-)V^>Vy^^V'J-JU - 2 --i 

BSl^ : 125 - 126''C 

IR (KBr) cm"': 3425. 3304, 2957, 1725, 1628. 
IH-NMR (CDCI3) 6 : 

0.88 (3H. t. J=6.7 Hz), 1.20 (12H. d. J=6.8 Hz). 1.25-1.33 (8H, m). 

1.51-1.59 (2H, m), 2.43-2.51 (4H, m), 2.54-2.65 (6H. m), 

2.71 (2H. t. J=6.8 Hz). 3.16 (2H. sept. J=6.8 Hz), 

3.34 (2H, t, J=7.3 Hz), 3.40-3.47 (4H, m), 3.98 (3H, s), 

7.13 (IH, d, J=8.8 Hz). 7.13 (IH. d, J=6.4 Hz). 
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7.23 (IH. dd, J=8.8. 6.4 Hz), 7.34 (IH. t. J=7.8 Hz). 

7.74 (IH. dd. J=7.8, 1.2 Hz). 7.87 (IH. dd. J=7.8. 1.2 Hz). 

8.10 (IH. br s). 

EIMS m/z (relative intensity) : 665 (M^). 265 (100). 
TiM^^fr : C37H55N5O4S t LX 

nnm c. 66.73; h, 8.32.- n, 10.52; s. 4.81. 

^Iflijfi : C, 66.77; H, 8.24; N, 10.45; S.4.79. 

mmm i s 

N' - (2, 6 - V r o f;i.7 ^ - ;u) -N--s7-5^;i.-N- [2- [4- 
[2 - {r^^^^Ja [4. 5-b] t'Ji^y) - 2- i';i.5^;r]3if-;b] 

* ^IR 1^ ^ J: L T ff o 
Bb^ : 106 - 108*0 

IR (KBr) cm-': 3420. 3331. 2958. 1628. 1495. 
IH-NMR (CDCl,) 6 : 

0.88 (3H. t, J=6.9 Hz). 1.20 (12H, d, J=6 . 9 Hz). 1.26-1.33 (8H, m). 

1.53-1.59 (2H. m), 2.43-2.51 (4H. m). 2.55-2.66 (6H, m) 

2.73 (2H. t. J=6.7 Hz). 3.16 (2H, sept. J=6.9 Hz). 

3.34 (2H. t. J=7.3 Hz), 3.44-3.50 (4H. m), 7.13 (IH, d. J=8.5 Hz). 

7.13 (IH. d, J=6.4 Hz), 7.17 (IH, dd, J=8.1. 4.9 Hz). 

7.23 (IH, dd. J=8.5, 6.4 Hz). 7.68 (IH. dd, J=8.1. 1.5 Hz), 

8.06 (IH. br s). 8.44 (IH. dd. J=4.9, 1.5 Hz). 

EIMS m/z (relative intensity) : 608 (M*), 188 (100). 

TC^^Iff : Cs^HszNeOaS t L X 

: C, 67.07; H, 8.61; N, 13.80; S, 5.27. 
mmm : C, 67. 06; H. 8.52; N, 13.66; S, 5.27. 

- 70 - 



wo 98/54153 



PCT/JP98/02300 



mmm i 9 

N- [2 - [4 - [3 - (/>;>^y:t:^-y-v*-;u-2--r;i/^;r) rnt;i/] t:^ 

7i?>-l--i';u]:n5-;i,]-N' - (2, 6-i---YV7'oi^;b7ai-;u) - n 

mm^i 1 6T"ff e)nfc2 -^o^-N-'xT-^^^i.T-b b- (3.30 g, 15 m 

mol) t 1 - ( 3 - t K D ^i^T-D t-^7i;> (2.16 g. 15 mmol) O 7 -fe 

h - h ij -il/ (60 ml) mmiz. J^^* U -J? A (2.49 g, 18 mmol) ^ Aa x. , ^iST 

mM;S:i^u*-r;i/*^A^Dv - ( >; 75 g. mmmm ; T> 

"E-T^my- ^ y - : O D = i : 2Q) X-mmL. N - - 2 - 

[4 - (S-th-D^^Jxrot^u) tr^vi?>-l-^;i/] T-bhT^ K 4.38 
g (JR4S 97 %) $l!R€5fEbJ|^t;i: LTfffco 

C ©T 5 K (1.50 g, 5.0 mmol) ® T H F (50 ml) {-*J^}t#Ts U 5^ >> 
ATk^Yb ^ A (380 mg, 10 mmol) ^iPx.s ^ t S L 1 5 ^ Pol jt l^i^ 

^^ L;to f# nfc^iS^fe U * ^ A ^ D V h <77 7 ^ - ( 

U * -y^b 75 g, M^^JJK ; T >^ riTfiSfn^ ^ y : ^ D D 7^;i/A = 1 : 20) 

T-!^®|U> 3 - [4 - (2-^ y^JlT ^^3^5";)/) t/>5.^^>->_l_^;|,] y 

J -)\, 586 mg (UR^ 41 %) * Ifft ?[|] 4^ ti i: UTf#/:„ 
C ® T 5. y T ;i/ Z! — ( 586 mg, 2.05 mmol ) ® ^ D D jf: ;i/ A (5 ml ) ?if?t i-x 
'fV>'T>jg?2, 6 - i^-r vro tr;i'7 x:^;i' (408 mg, 2 mmol) ^iPX.. 15 

{i^^)±ff)\^ 20 g. M ^8 ; T > ^ x T fiafP ^ ^ y - ;!/ : ^ p D * ;i/ A = 3 : 
97) T-)Ki!{Uf#t.n;tlS^S7'-b h >--.^-y->J; OSi^Si N' - (2, 6 
- V ^ u \l }\, y :z. - )\,) - N- ^7'5^;i.-N - [2 - [4 - (3-t)'D:^ 
i^T-D t;i.) > - 1 - ^ 340 mg ()K^ 71 %) 
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Z.(D7 )V3-)V (147 mg, 0.3 mmol) (D THF (3 ml) mm\Z Y ^) sl^ )vt K > 
(39 mg, 0.39 mmol) 3.V^ 4 - ^ )\, T I ^ \^ ^) iy y (3.7 mg. 0.03 mmol) ^ 
;y<?^MJtT> i^<,it;^ ^ > (38 mg, 0.33 mmol) &}j!5T 3 0 

6^rSimn LTzo ^I^T ^ h U ^ > (39 mg. 0.39 mmol) ^MX. 7jc 

^^Jt^^l^T^ lg<b^ >;^;i/*- ;i/ (38 mg, 0.33 mmol) ^feiTSTU. SO^Rgjt^ 

o ff e> n * D M F (3ml) {3 L 2 - ^ ;k * r h > ^ ;t ^ -y- - 

)V (45 mg, 0.3 mmol) . mmti V ^ A (62 mg. 0.45 mmol) i:18-^^'t7>- 
6 (8 mg, 0.03 mmol) 8 0 "C T- IB^ JtJt L /; o S^&it & 7j< T :?&|R 

g^ggai^;i.-t"Mm U;^:o ^MJi^Tk. fiS ^ iS tK T- Jli-iJC ^ b . ^]i7Jc^i)fEgg:^ h U 
'i'AT-^jg^, Lfco C i/ ij 557y;i,:i7 5 A ^ D V h 7 ^ 

— (.i^ V )l 25 g, M^jSi^K ; ^i^rV > : T-b h > = 5 : 1~5 : 2) T-MSS b 

onmmL. ge^j^b^t; 78 mg (11x^42 %) 

Wlf^ : 93 - 94°C 

IR (KBr) cm-': 3430, 3313, 2959, 2931, 1627. 1502. 
IH-NMR (CDCla) 6 : 

0.88 (3H. t. J=6.7 Hz), 1.20 (12H, d, J=6.8 Hz), 1.25-1.35 (8H. m). 

1.53- 1.59 (2H, m), 1.95 (2H, quint, J=7.0 Hz), 2.34-2.42 (6H, m), 

2.54- 2.66 (6H. m), 3.16 (2H, sept, J=6.8 Hz). 
3.31 (2H, t, J=7.0 Hz), 3.34 (2H, t, J=7.0 Hz), 
3.46 (2H, t. J=5.0 Hz), 7.13 (IH. d. J=8.5 Hz), 

7.13 (IH, d. J=6.8 Hz), 7.20-7.31 (3H, m), 7.42 (IH, m), 
7.57 (IH, m). 8.17 (IH, br s). 

EIMS m/z (relative intensity) : 621 (M""), 188 ( 100). 

mnm c, 69.53; h, 8.91: n, 11.26. 
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mmm :. c. 69. 51; h, 9.02; n, 11.12. 
mmm 2 0 

N' - (2, 6 - ^ vya \^ )vy jL-ji) -N-^r5^;i.-N - [2 - [4- 

[3- (7 - ^ h ^iy^j\y7n-}i'^>^j:t^v-'j-j\^ - 2 - ^ jv^^) rptr;p] 

: 97 - 99°C 
IR (KBr) cm"': 3428. 3318, 2958. 1728, 1628. 
IH-NMR (CDCI3) 6 : 

0.88 (3H. t, J=6.7 Hz), 1.20 (12H, d. J=6.8 Hz), 1.25-1.34 (8H. m), 

1.54- 1.59 (2H, m), 1.97 (2H, quint, J=7.1 Hz), 2.35-2.43 (6H, m), 

2.55- 2.66 (6H, m), 3.16 (2H, sept, J=6.8 Hz), 

3.33 (2H, t, J=7.1 Hz), 3. 34 (2H, t. J=7. 1 Hz). 

3.34 (2H, t. J=4.9 Hz), 3.99 (3H, s), 7.13 (IH. d. J=8.8 Hz), 

7.13 (IH, d, J=6.6 Hz), 7.23 (IH, dd, J=8.8, 6.6 Hz), 

7.14 (IH, t, J=7.8 Hz), 7. 75 (IH, dd. J=7.8. 1.2 Hz). 
7.87 (IH, dd. J=7.8, 1.2 Hz), 8.17 (IH, br s). 

BIMS m/z (relative intensity) : 476 (M* - 203), 97 (100). 
Tzm^ifr : C38H57Ns04S tLX 

: C, 67.12; H, 8.45; N, 10.30. 

: C, 66.90; H, 8.48; N,. 10.12. 

mmm2 i 

N' - (2, 6-i5'fvrDl^;i/7in;u) -N-^r5^;i/-N - [2 - [4- 
[3 - {:t^V-'JD 14. 5-b] - 2 - ru\^)V} 
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[4, 5-b] \^') i>y^m\.^xmmm\ Q..tnm\zRj!^. ' ^mv. iu^jfb^t/ 

: 90 - 92'C 
IR (KBr) cm-': 3434. 3310, 2958, 1626, 1515. 
IH-NMR (CDCla) 6 : 

0.88 (3H, t, J=6.8 Hz). 1.20 (12H, d. J=6.8 Hz). 1.25-1.34 (8H, m). 

1.54- 1.59 (2H. m), 1.98 (2H, quint, J=7. 1 Hz). 2.34-2.42 (6H, m), 

2.55- 2.66 (6H. m), 3.16 (2H, sept, J=6.8 Hz).., 
3.34 (2H, t, J=7.1 Hz), 3.37 (2H, t, J=7.1 Hz), 
3.46 (2H, t. J=4.9 Hz), 7.13 (IH, d, J=8.8 Hz), 

7.13 (IH. d, J=6.6 Hz), 7.17 (IH, dd, J=8.3, 5.1 Hz), 

7.23 (IH. dd. J=8.8. 6.6 Hz). 7.68 (IH. dd, J=8.3. 1.5 Hz), 

8.16 (IH. br s), 8.46 (IH, dd. J=5.1. 1.5 Hz). 

EIMS m/z (relative intensity) : 622 (M*). 98 (100). 

TC^^Iff : C35Hs^N602S i:LT 

It^ffl : C. 67.49; H, 8.74; N. 13.49. 

nmrn C. 67.36; H, 8.76; N, 13.25. 

nmm 2 2 

3 - [4 - [2 - > 'J ^ VV - )l - 2 - ^ )V ^ yUr ) f^^x>- 
1 - ^ ;i] - N- (2. 6 - t:: ^ V yv \^ ;vy ^ - rny^>T^K®|!Jii; 

1 - ( 2 - H h' a ^i^jL^ji) t^-^^ X > (2.6 g, 20 mmol) (Di^it^^U> 
(50 ml) mmiz. ^i^l^T-Ci^^m'J -tert-y9-)V (5.2 g, 24 mmol) ^im^. 

3mrsmn\^tco Km.mt:mm m ntcmmt: v ti ^ )v :h ^ a ^ h ^ 

^ 7 ^ - ( U -ijrjl 75 g. mmi^m : □ d a : ^ y =20 : 1) 
T"<SS!!b, 1 -teri- y' h ^ tiJlyil ~ J]/ - 4 - ( 2 - t H d f> a: 5=- ) 
7 ^ > 5.5 g (4X.^ 100 %) ^m^$f^^t Lxmtco 

1 -t&rt- y h ^ tf )U-!f^ — }l - 4 - (2-tHDdF-i^ji5=-;i/) tr^-^S^^ 
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(1.15 g, 5 mmol) © T H F (20 ml) mmiz. b U i 5^ ;i/ T 5 > (607 mg, 6 m 
mol) ^ 4 - ^ ■^JVr ^ y tr 'J i>* > (73 mg, 0.6 mmol) $:iP^> T iiK T 
•^^It^ ^ >XJ\^-!rs-J\^ (687 mg. 6 mmol) ^ iQ> ■:><*) tm~f 3 0 ■^rSH^t^ 

m ^iXtzB-m (D-D MF ( 30 ml ) m^lz 2 - ^ JV ti r h > V :t ^ V- 'J - )l (7 
56 mg, 5 mmol) . O L< (760 mg, 5.5 mmol) ^ 18->>^'^>-6 (1 

32 mg. 0.5 mmol) ^tUx.. 8 0 "C-^ 2 mmmt^ Ltzo SJJBM * 7k T- #|R L , g^^ 

ijff )\, 75 g, m.m^m : ^^"^y : = 8 : 1) T-!K^L. ^i^titzm 

[2 - {^y-J^ - 2 - >( tr^^i;> 1.02g(JK^ 

56 %) -^m^^^mtXyxntzc 

Z. © tert- V^i^iJ (364 mg. 1 mmol) \z y )]y^u mm. (1. 

8 ml) $:AP^. 5 ^^ItJ* SitSM ^,IS L „ ^-T^^PTiiiSIKb 1- 
[2 - (^>v:t:Jplt^>^ — >>l/-2-'r;i/^jj-) tr--?>^i;>. 2 V y )V 

^TDiS^^ig 492 mg (JR^ 100 %) i; L T ff ^ o 

2 , 6 - V 7-D tr;!/?-- 'J > (1.77 g, 10 mmol) (D a a Tf^ Jl A (30 ml) 
fSfSC, h U ^ > (1.11 g. 11 mmol) ^inx.> dl^^-C^iii^TTzT ^ V }V 

ti V H (905 mg, 10 mmol) S Jfl) ^ < t) iijjgT L. 1 mmmW Ltzo SJF&?««r 

m 'o tl fzf^ ^ ^ V- ;i -b^ ^ ni^m L . N- (2, 

-f V ro t ;i/ 7 :^ ;i/ ) u ^ K 1.9 g (jjR^ 82 %) ^mm^^mt L 
xmtzo 

9ciz'i^tz 1 - [2 - (^>^>^3^dp•y•>/-;^-2-'r>'^^3r) f^^s; 
> • 2 H U 7;i':t OB^^IS (344 mg, 0.7 mmol) ® ji^? y (10 ml) }§riS(w. 
h U 5 > ( 142 mg, 1.4 mmol) ^M^. N- (2, 6 - 'J V y V \^ )]/ 

y ^=.j],) i; ^ K (162 mg, 0.7 mmol) s*D^. 3 BPsmmmmLfzo 
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:-^^^> : T-fe h > =5 : 1 ~ 1 : I) T Jfil^ L. 6 n ^ -tt > 

-:n-7^;U-7--fe h ifi^fb^'fe 165 mg (J|K^ 48 %) ^tofi^t 

ife;^ : 125 - 127*C 

IR (KBr) cm-': 3433, 3253, 1647, 1500, 1455. 
IH-NMR (d«-DMSO) 6 : 

1.12 (12H, d, J=6.8 Hz), 2.40 - 2.55 (lOH, m), 
2.65 (2H, t, J=6.8 Hz). 2.76 (2H, t, J=6.8 Hz), 

3.13 (2H, sept, J=6.8 Hz), 3.46 (2H, t, J=6.8 Hz), 
7.10 (2H. d, J=7.8 Hz), 7.20 (IH, t, J=7.8 Hz), 

7.25 - 7.32 (2H, m), 7.54 - 7.59 (2H, m), 8.88 (IH, br s). 

EIMS m/z (relative intensity) : 494 (M*), 344 (100). 

7C^^#f : C28H3bN 4 0 2 S tLX 

EfWm : C. 67.98; H. 7.74; N, 11.33; S, 6.48. 

mmm : C, 68.05; H, 7.69; N, 11.23; S, 6.45. 

mmm 2 3 

3 - [4 - [3 - > 'J :t ^ V- 'J — )V - 2 - ^ j]^ ^ yir ) rpif^l/] \f ^ ^ y y 
-l--f;i.] - N- (2, 6-i/*'fvrDt:;i/73i-;i/) rn/sv^^KcD^ig 

1- ( 2 - t K D ji^;i,) t:^7 > ©f^fc 13 ir, 1- O-hKP^i' 
Wi^ : 93 - 95°C 

IR (KBr) cm"': 3418, 3229, 1645, 1504, 1454. 
IH-NMR (d«-DMS0) 6 : 
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1.12 (12H, d, J=6.8 Hz), 1.95 (2H, quint, J=6.8 Hz), 
2.40 - 2.51 (12H, m). 2.67 (2H, t. J=6.8 Hz), 

3.13 (2H, sept, J=6.8 Hz). 3.36 (2H. t, J=6.8 Hz), 
7.10 (2H, d. J=7.6 Hz), 7.20 (IH, t. J=7.6 Hz), 

7.25 - 7.33 (2H, m). 7.54 - 7.59 (2H. m). 8.90 ( IH, br s). 

EIMS m/z (relative intensity) 508 (M*, 100). 

TcM^^n : C2.H4oN402S tLX 

tinm : C, 68.47; H. 7.92; N. 11.01; S. 6.30. 

nWim : C, 68.51; H, 7.90; N. 10.85; S, 6.30. _ 

mmm 2 4 

2 - [4 - [2 - > 'J :t ^ i)- 'J - }l - 2 - JU^ :t ) t^^^v;>- 
l--r;H -N- [2, 4-k;^ {^^)V^it) - 6 3 - t: 'J 

N - [2, 4 {>^^)v^^) - 6- ^^;i.-b^«;i^>-3-'f;u] - 2 

-:7D^T-»r hT = K {i»f,m^m 5 , 5 8 3, 1 4 7 tClB ® © ^£ b T ^ 
fiE) (130 mg, 0.40 mmol) ©DMF (2.5 ml) mm\Z^ 1- [2 - ('^>vf3r:it^ 

-y-v^-;u - 2 - -r ;i/5^;r) - 2 Y ^} y )\/ nr ummm. (199 mg, 

0.40 mmol) hMmtt U A (224 mg, 1.62 mmol) i:18-^^>i?>-6 (53 
mg, 0.20 mmol) Sinx.. B 0 'CX A \. tzo >g fSM ^JcT- L . i^^Ji 

Lfzo mm^-^^mmm r3 ^ \> ^ y ^ - immmm ^ u d yr^jiL. ^j^j- 

^l' = 20 : 1) T-)«ML-C. f#e>n;tSSS^i^^a:5^;i.-^d(r-b->-CSigS L> i 
mjfb^l^ 169. mg (JK^ 83 %) ^Jffife^t^tSi: UT^feo 
Sfe^ : 140 - 141*0 

IR (KBr) cm"': 3440, 3308. 2824, 1695, 1480. 
IH-NMR (dG-DMSO) 6 : 

2.34 (3H, s), 2.36 (3H, s), 2.38 (3H, s). 
2.50 - 2.58 (8H, m), 2.72 (2H. t, J=6.8 Hz), 
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3.00 (2H. s), 3.40 (2H, t. J=6.8 Hz), 6.80 (IH. s), 
7.19 - 7.26 (2H. m), 7.46 - 7.54 (2H, m). 8.66 (IH. br s). 
EIMS m/z (relative intensity) 504 (M"), 179 (100). 

TC^^Iff : C23H29N5O2S3 t LX 

mmm ■. c. 54.85; h. 5.8O; n, 13.90. 
mmm : c, 54.92; h, s.ss; n, 13.64. 

^mm 2 5 

N-[2. 4-\:^X (^^Jl^Tf) - 6 5^;U-.3 - f i-',*!.] - 2- [4- 
[2 - [4, 5-b] \^ ^) ly - 2 - ^ )], ^ y^- ) 

1- [2 - > 'J :^ :}(■ V - - 2 - -i ^ :t ) t:^^v> - 2 h 

V y Jl:t ammi^<Drtt> IZ, 1- [2- {Tf^V^jD [4, 5-b] tUi--> 

4 i: |BHi{;S;t; • mm Stfiiit^'i^^mBT^ )V y t 7. t Lxmtz. 
IR (KBr) cm"': 3448, 3274, 2816, 1699, 1493. 
IH-NMR (do-DMSO) 6 : 

2.47 (3H. s), 2.49 (3H. s). 2.50 (3H, s), 2.64 - 2.72 (8H. m), 
2.87 (2H. t. J=6.7 Hz), 3.13 (2H, s). 3.58 (2H, t. J=6.7 Hz), 
6.93 (IH. s), 7.34 (IH, dt, J=8.1 , 4.9 Hz), 
8.01 (IH. dt. J=8.1 . 1.5 Hz), 8.46 (IH, dt, J=4.9 , 1.5 Hz). 
8.81 (IH, br s). 

EIMS n/z (relative intensity) : 503 (M*), 97 (100). 
TV^-^^ifT : C22H28No02S3 tLX 
sfmm : C. 52.36; H, 5.59; N. 16.65. 
: C, 52.34; H, 5.73; N, 16.39. 

mmm 2 e 

N- [2, 4-\fx (A^)i^yi-) - 6-yf^;i.-3-irui^;H - 2- [4- 
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[ 2 - ( 7 - ^ h dp * ;i/ - ;u ^ > -y- X/ _ ;i, _ 2 - ^ 5^ :t ) x.^ )V] 

1 - C 2 - ( > V /J- -t^- V - ;i/ - 2 - ;i/ 5^ :t ) ^ t: ^ 5 v > • 2 h 

U 7 ;i/ Tf- □ ggig © f-t t) (3 (:: . i - [2 - { 7 - h ^ i: Ji^. ^ ^ > v ^ 

Sfej^^ : 125 - 127«C 

IR (KBr) cm-': 3434, 3303, 1724, 1702, 1482. 
IH-NMR (CDCl 3) 6 : 

2.42 (3H, s). 2.50 (3H. s), 2.52 (3H. s). 2.63 - 2.85 (8H, m), 
2.87 (2H. t. J=6.8 Hz). 3.20 (2H. s), 3.52 (2H, t, J=6.8 Hz). 
4.00 (3H. s), 6.67 (IH, s), 7.35 (IH, t, J=7.8 Hz), 
7.77 (IH, dd. J=7.8, 1.2 Hz), 7.88 ( IH, dd, J=7.8, 1.2 Hz), 
8.55 (IH, br s). 

EIMS m/z (relative intensity) : 561 (M*), 334 (100). 

TZM : C25H3lN504S3 t 

: C, 53.46; H, 5.56; N, 12.47. 

mmm c, 53. 41; h, 5.49; n, 12.32. 

mmm 2 7 

3- [4- [2- {^yj ^V-'J - Jl' - 2 - 

l-^-^b] - N- [2, 4-b:x (^^;i'5^:t) - 6- ^^>»l'-3-t:'J>^;i'] 

2, 6 - iy ^ V y a \^ )IT - 0 >(DiXt> y) IZ. 3-T^y-2, 4-t>^ (^ 
^JU^:t) - 6 -p<-?-;n^ U v>$:ffl^,^T||Ji^fi^?!l2 2 i:lB)^{cSffc • iailL. g 
fi^^b ^I^J flit ^ i: L -C f# Ac o 

Sli^^ : 110 - 112°C 

IR (KBr) cm"': 3439, 3242, 2814, 1648, 1500. 
IH-NMR (CDCI3) 6 : 
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1.54 - 1.64 (2H, m), 2.40 (3H. s), 2.50 (3H, s), 2.51 (3H. s). 
2.46 - 2.82 (12H. m), 3.47 (2H, t, J=6.8 Hz). 6.65 (IH. s), 
7.21 - 7.30 (2H, m), 7.42 (IH. dd, J=7.6 , 1.0 Hz). 
7.57 (IH. dd, J=7.0 , 0.8 Hz), 10.35 (IH, br s). 
TC^^^/f : C24H3iNsOjS3 tLX 

anm c, 55.68; h, 6.04; n, 13.53. 
mmm c, 55.76; h, 5.99; n, 13.39. 

mmm 28 

2 - [ 4 - [ 3 - i^yy-^^^^j-ji - 2 - ^ ji^yi:) r □ f ;b ] f 7 v > 
-l-^;b] -N- [2, A-i^x i^^Ji^^yf) - 6- ^^;i,-3-trUv;i.] 

1- [2 - > :^ ^ V 'J - )\^ - 2 - ^ )\. ^ :ir ) ■ 2 h 

7 ;V :t D mmm(DK t>\) IZ, l - [3 - (^>^Jy$-^V-'J-)]^ - 2 - ^ )\.^yj-) 

• mm \^stfoit^^^m&mMmt Lxmrzo 
Mj^ : 160 - lerc 

IR (KBr) cm-': 3441, 3312, 2809. 1699, 1482. 
IH-NMJl (de-DHSO) <y : 

1.89 (2H, t. J=7.1 Hz), 2.33 (3H, s), 2.36 (3H, s), 
2.38 (3H, s), 2.39 - 2.45 (6H, m). 2.54 - 2.60 (4H, m). 
3.01 (2H. s), 3.29 (2H, t, J=7. 1 Hz), 6.80 (IH. s), 
7.19 - 7.25 (2H, m), 7.48 - 7.52 (2H, m), 8.67 (IH. br s). 
TC^^I/f : C24H3.Ns02S3 tLX 

nfnm : c. 55.68; h, 6.04; n. 13.53. 
nmm : c. 55.83; h. 6.10; n, 13.17. 

miMm 2 9 

N- [2. i^^Jl^^:t) - 6 3 - t ij -2- [4- 
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[3 - (:t^-9-yD [4. 5-b] \:: ^) -y > - 2 - ^ ^ ) rDtf;u] tr^7 
> - 1 - ^ ^l^"] - T ± \^ T I \^ 0 MM : 

1 - [ 2 - ( ^ > ^/ =Jp -y- V* - ;!/ - 2 - ;^ 3f ) a: 5^ ;u ] t ^ ^ > • 2 h 

V y nmmmcDnt> ^) iz. l - [3 - (:;r^-y-^yD [4s 5-b] }^Vi^> 
-2--f;i/5^:t) 7'Dt;;i/] f^7i^>-2hU 7 ;U d 6^ :£ ffl i> T |lCi5S<?iJ 

: 79 - 82*C 
IR (KBr) cm"': 3433, 3291, 2818, 1701, 1493. 
IH-NMR (CDCls) 6 : 

2.07 - 2.17 (2H, m), 2.42 (3H, s), 2.49 (3H, s), 2.52 (3H, br s), 
2.52 - 2.66 (8H, m), 2.72 - 2.87 (2H, m), 3.22 (2H, s), 
3.44 (2H, t, J=7.1 Hz), 6.67 (IH, s), 

7.18 (IH, dd, J=8.1 , 5.1 Hz), 7.69 (IH, dd, J=8.1 , 1.5 Hz), 
8.46 (IH, dd, J=5.1 , 1.5 Hz), 8.54 (IH, br s). 

mmm 3 0 

N- [2, 4-t;^ iM^ju^:^) - 6- ><5--;u-3-u';i;;i/] - 2- [4- 

[3 - (7-^ h ^i^tl}V7n-J]y^>-Jyt-^V'J-)l^ - 2 - ^ )l^7f) rPt^^b] 

1- [2 - ('<>v':t^+>-v' — ;i/-2--i';i/5=-:t) \^^^ > - 2 h 

^) y JU:^ DmmiM^<DKt> iz. 1- [3 - {7 - y. h ^iy^ )lyr^-JV^>V7t- ^ 
•tf V - ;u - 2 - ;P ^ :t ) r D t ;u ] t: ^ ^ > • 2 h 'J 7 ;j- d i^^ig ffl v^ 
■C^il{i'!l 24t|5J1iCSJ5S-WlJlLifi5<b^tl^&Mfe)^*^i:LT?#fco 
gfej^ : 76 - 79*0 

IR (KBr) cm"': 3430, 3305, 2819, 1725, 1694. 
IH-NMR (ds-DMSO) 6 : 

1.97 - 2.04 (2H, m). 2.42 (3H, s). 2.44 (3H, s), 2.46 (3H, s), 
2.48 - 2.53 (6H, m), 2.61 - 2.69 (4H. m), 3.06 - 3.11 (2H, m). 
3.41 (2H, t, J=7.1 Hz), 3.95 (3H, s), 6.89 (IH. s), 
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7.43 (IH, t, J=7.8 Hz). 7.81 (IH, dd, J=7.8 , 1.2 Hz), 
7.84 (IH. dd. J=7.8 . 1.2 Hz), 8.72 (IH, br s). 
TcM^iff : C20H33N5O4S3 t LX 

nnm c, 54.24: h, 5.73; n, 12. le. 

^iflijfii : C. 54.44; H, 6.01; N, 11.79. 

mmm3 i 

2- [4- [2- {^:yV9-T^J-JU- 2 f^^>:^>- 
- TV- [2, 4-\^X (^^JU^.^) 6 —^^)\.- 3 - i^ 0 iyJll 

1- [2 - i-<>^j7f^V^J-J\y - 2 - ^ Vi^'y'jy ' 2 

h 'J Dit^jg®{-^to D tc 1 - [2- ( > 5^ T - 2 - ^ ) 

iil^fe : 136 - 139°C 

IR (KBr) cm-': 3444. 2923, 1696, 1480, 1427. 
'H-NMR (CDCI3) 6 : 

2.42 (3H, s). 2.50 (3H, s), 2.52 (3H, s). 2.60-2.96 (lOH, m), 
3.18-3.27. (2H, m), 3.48-3.65 (2H. m), 6.67 (IH, s), 7.30 (IH, id), 
7.41 (IH, m), 7.75 (IH. d, J= 8.1 Hz), 7.84 (IH, d, J= 8.1 Hz), 
8.53 (IH, br s). 

EIMS a/z (relative intensity): 519 (M'), 352 (100). 
Tim^^a : C23H29NSOS4 i: LT 

ifnm : C, 53.15; H. 5.62; N, 13.47; S, 24.67. 
mmm C, 53.17; H, 5.67; N, 13.24; S, 24.52. 

mmm 3 2 

2 - [4 - [2 - (-<>X-i K^^J-ji - 2 - ^ l^^7i^> 
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-l-'f;!.] - N- [2, 4 i^^)\^^7ir) - 6- ^^;i/-3-b-Uf>- 

1- [2 - (-<>v^^if^-y-^/-;i.-2-'f;i/5"pf) ^5=-;H i^^^>-> • 2 

' mmL. m^nrz2- [4 - [2 - ('<>xi'^^-v'->'b-2-^;i/f^ 

i?>- 1 - yf -N- [2, - 

n^^tLxmtzo . . .... 

ife;^. : 214 - 218°C 

IR (KBr) cm": 3240, 2923, 1679, 1485, 1438. 
'H-NMR (do-DMSO) 6 : 

2.40 (3H, s), 2.41 (3H, s), 2.45 (3H, s), 3.00-3.81 (15H, m), 
6.93 (IH, s), 7.13-7.23 (2H, m), 7.46-7.57 (2H, m), 
9.65 (IH, br s). 

ElMS m/z (relative intensity): 519 (M*), 352 (100). 

mmm a a 

N- [2, 4-t;^ - 6 - A ^JU- 3 - \^ U J\^l -3- [4 

- [a - (:tdF-tJ->/D [4, 5-b] ij - 2 - rDtr;i/] 
> - 1 - ^ Jl2 ro > T ^ H • 2 : 
3-^5^-2, 4-br;^ (^^;u^:t) - 6 - ^ ^ A tr 'J > (500 mg, 
2.50 mmol) OT H F (10 il) mmiz. h *)jl^)ITK > (277 mg, 2.75 mmo 
1) ^iJQ^. i*:^^T•?Jc?^TT•7'^ 'j;HJi' D U K (225 mg. 2.50 mmol) ©TH 
F (3 ml) mm^iS^^ < t) i:filTL. 1 4 D$ P^|tr# L fc o SJS?« $7J<T- 
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Tip^))vmT^ K 276 mg (iR^ 44%) ^m^m^m t L X mtz o 

1- [3 - {:t^^^Ju [4, 5-b] u..>>->- 2 rDfc:;U 
. 2 h U 7;i':t oPigJg (199 mg, 0.39 mmol) ©x^ y -;b (lo 
il) mmiz. h ^) )VTl y (79 mg. 0.78 mmol) ^IMpLs 9tizntzN- 
[2, (^^>»i/5=-;t) - 6-^5^ ;i/ -3-1^ Ui^;i/] 7'^'j;u?gT$ 

K (100 mg, 0.39 mmol) $:Snx.. 4 B ^AD j^iim L ;t » ^ U . 7j< 

'J -^7 vgiSES:®* Lfco x U * y 5(7 ^ A ^7 p v h ^- ^ 7 ^ 

— D D A : ^ ^ y — ;i/ = 2 0 : 1 ) T'MM L^ AT- [ 2 , 

(^5^;u5=-;t) - 6-^f^;p-3-t:ui^;i/] - 3- [4 - [3- 
{■^^^^Ju [4, 5-b] tf U i;>- 2 --f ;i.5^;r) 7Dl^;i/] 

193 mg (JRJ^ 81%)^4llfe«&5feS LT^§feo 
: 224 - 227"C 
IR (KBr) cm-': 3413, 2922, 2424, 1683, 1404. 
'H-NMR (CD3OD) 6 : 

2.38 - 2.47 (2H, m), 2.57 (3H, s), 2.63 (3H, s), 2.64 (3H, s), 
3.05 (2H. t, J= 7.1 Hz), 3.42 (2H, t, J = 7.1 Hz), 
3.47-3.74 (12H. m), 7.24 (IH. s), 7.40 (IH. dd. J= 8.2. 5.1 Hz). 
8.04 (IH, dd, J= 8.2, 1.3 Hz), 8.44 (2H, dd, J= 5.1. 1.3 Hz). 
EIMS a/z (relative intensity): 532 (M*), 55 (100). 

nmm 3 4 

2- [4- [2- (^>^/7}-^-y-y-;i,- 2 --f ;i/5^:t) ol^;!.] t^^^s^> 
-l-'T;!/] -N- [2, 4-tf^ - 6-p<5^;i/-3-t^U>'- 

i-Y^)t>l^3uY^^>Y (1.27 g, 25 mmol) cD i ^ y (50 ml) 
^JcJ^Tfx^ >5^:t-;U (1.55 g, 25 mmol) ^mT L 3 0 ^mmW \. tzo * 
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J^T© * * 2 , 4 - ^ p D - 6 - ;>< - 3 - ^ h D i; ->* > (2. 1 g, 10 

mmoi) (DDMF {40 ml) mm^i^^ < ^ tmr Ltzo 2mmmr-^'i^. s^&jg^ 

- 3 - ^ h D f ij 2.45 g (HX^ 95 %) ^M^i^^^Bt LXmtco 
^ h D t: ij > (775 mg, 3 mmol) (30 ml) iij^ig^ (1.5 ml) 

mmizmmi.. ^jcj^t-c-mis (4 g. so mmou S'j>^-roinxfco 1 o^f^^ 
f^^i'T-iifitb Lfeo m^m^7k. mm:k.i^7kxm'<kr9ii^ L.. mm± h V 't^ 2^x^ 
t > 590 mg (m.m 86 %) ^n-&m^!^t Lxmtzo c®t ~ y t u i/-> 

(590 mg, 2.6 mmol) ® T H F(10 ml) mmiz h V :x.^)lT ^ > (304 mg, 3 m 
mol) ^mX. ik\^>X'^i^TX =emmya K K (606 mg, 3 mmol) «9> o 

<^tmTL. mux- immmt^^tz^ s.s^i^m'^^^i^mLmm^i^as^i.rzm. 

mm y * >y ^ A ^ D V h y ^ :7 ^ - ii^Vti^Jl 60 g. Mg3 vgJX ; 
^^V-> : T-feh>=10: 1 ^ 5: 1) xmm. 2-:^D^-7V- 
[2, (J^^;i/^:?|-) - 6- ^5=-;b-3-t^'Ji;;i/] T-bhT'^ K 4 

10 mg (iR^ 45 %) ;&5^*ifetfJK^r-f#fco C1®T5 K (105 mg, 0.3 mmol) 
t 1 - [2 - (^>^/:t^-b-^/ — ;u-2-i';i/^:t) t^-^^i;>. 2 

h V y Dgt^Jg (147 mg, 0.3 mmol )® T -tr h ^ h U ;i/ (8 ml) 
^^'J-i^A (166 mg, 1.2 mmol) ^inx.. m'i^X 3 m L Tz o Rl^m-^m 

^mm:^^jixmmL. ^mm^pk. mmMmykxmikm^L. mmi- v u 't^ 
(•> vti^)u 25 g, mmmm ^^v->, t-^ b 3 i ^ a otTs^i 

A : ^ ^J* y-)l= 2 0:1) X-mmL. If e> tLfc^flJ^a^ ^ T-b h > - ^ -y- 

>^*)nmm{.. mmit-^pj) 140 mg (jr^ as %) L,-cf#/io 

M)^. : 108 - 109°C 

IR (KBr) cm-': 3433. 3304, 1697, 1500, 1482. 
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•H-NMR (CDCI3) 6 : 

1.32 (3H, t. J = 7.3 Hz), 1.35 (3H, t, J =7.3 Hz), 2.47 (3H, s), 

2.64-2.70 (4H, m), 2.74-2.81 (4H, m), 2.85 (2H, t, J = 6.8 Hz), 

2.93 (2H, q, J= 7.3 Hz), 3.16 (2H, q, J = 7.3 Hz). 3.20 (2H, s), 

3.49 (2H, t, J= 6.8 Hz), 6.70 (IH, s), 7.22-7.30 (2H, m), 

7.44 (IH, m), 7.59 (IH, m), 8.53 (IH, br s). 

EIMS m/z (relative intensity): 531 (M*), 381 (100). 

TcM^^r : C23H33Ns02S3i: LT 

it^fii : C. 56.47; H, 6.25; N, 13,17; S, 18.09. 

mmm c, 56.73; h, 6.23; n, 13. o8; s, 18.20. 
mmm 3 5 

2 - [4 - [2- ( 7 - y. b ^ t) )]^^^ ~ ^ > V yr ^ I)- 'J — )V - 2 - )V ^ 
;j-) i^^^ >- 1 _N_ £2, 4 - \f X - 

1- [2 - — - 2 - ^ )V^y!s-) JL^)\,-\ tr-<.^i;>. 2 

h 'J Pg^^*g®ftt> K>\z\- [2 - (7-p< h:J(ri^*;b;tf-;u^>^/;t 

=3F -9- - ;b - 2 - ;i/ :t ) til^v • 2 h U :7 ;i/ :t o S'^^J^ ffi 

: 118 - lig-C 
IR (KBr) cm-': 3424, 3350, 1718, 1505. 
'H-NMR (CDCla) 6 : 

1.32 (3H, t. c/= 7.4 Hz), 1.36 (3H. t, J = 7.4 Hz), 2.47 (3H, s), 
2.66-2.70 (4H, m), 2.74-2.78 (4H, m), 2.87 (2H. t, J = 6.8 Hz). 
2.93 (2H, q, J= lA Hz). 3.15 (2H, q, J= 7.4 Hz), 3.19 (2H, s), 
3.52 (2H. t, c/= 6.8 Hz), 4.00 (3H, s), 6.70 (IH, s), 
7.34 (IH. dd, J= 8.1, 7.8 Hz), 7.77 (IH, dd. J= 8.1, 1.2 Hz). 
7.88 (IH, dd, J= 7.8, 1.2 Hz), 8.53 (IH, br s). 
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EIMS m/z (relative intensity): 589 (M*), 380 (100). 
TC^^a-t/f: C27H3sN504S3i: LT 

t\%m. : C. 54.99; H, 5.98; N, 11.87; S, 16.31. 

: C. 54.98; H, 5.96; N, 11.75; S, 16.26. 

^%^J 3 6 

2 - [4 - [2 - > V :t V ~ )l' - 2 - ^ JU^ ^ ) t:^^>>-> 
-N- [2, (1" V rn ) -6-^^;i/-3- 

:^ h U 'i' A ^ y T-D ;t(^ >> H (2.05 g, 25 mmol) O 2 - roMy - (50 
ml) mmiz. >K^T. 2 - rD7^>^:t-;u (1.90 g, 25 mmol) ^mr b 3 
0^r^mr4iL;to i!K?^T®*S2, 4-i;i'DD-6-^f^;i'-3-^hPt^ 
U i'V (2.07 g, 10 mmol) <Z)DMF(40 ml) < ^) tm~f Ltzo 2 

Jli^j^fe^^u. m^:^ h u -^7 A-el^^^. )§J^<&g*L. 2. 4-\^:7. (-fvr 

Dt^;^^7^) - 6- ^5^;i/-3-zihPt:'Ji>-> 2,77 g (iR^ 97%) ?&|| 
fe^i-tt^ t LTff fco C ® - h D tr >; > (1.08 g, 3.77 mmol ) (35 

ml) (1.6 ml) (D^^mmizmmL. ^^^rx-mm (2.95 g, 45.25 

mmol) ^'pm-r^im^tzo imrsmt^m. ^jit->m^m^mmL. mm^^mTk 

'!7';i/*-7A<^7Dvh<5^^7^'- (MPgjgjSt;-v^-y-> : Bt^Ji^;i/=3 0 : 
1 ^ 10:1) X-mm. L. 3-T$y-2, ('fyrDl^;u^:t) 
- 6 ^;H^ U i;> 774 mg (IR* 80 %) ^ ^ 4^ t» i: UTf#feo 

C ^ y t y > (774 mg, 3.02 mmol) © T H F ( 10 ml) ?^ h U x 
■9^;i/T^> (336 mg, 3.32 mmol) ^iu^. 'A^^X ^K^^T X y rj ^m^y a I 
h' (732 mg, 3.62 mmol) o < 0 il^iST 1 7 mmmr^ Lfzo S-lBM-^ 
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V 595 mg (JR^ 52 %) * i}R © -e ft o 

WTs A^- [2, ( ^ ^ 5=- Tl- ) - 6 - ^ 3 - f U i^^b] - 

2 - y'a-ET-t hT ^ [^<DiXt> >D iZ N- [2, (^vrDt:;u5^;t) 
-6-^5^;i.-3-trUi?;b] - 2 - y u ^ t -iz h T I KSffli,NT||JSf^?!J24 
i^PI^ill-SJci • jaai ffe)nr;2- [4- [2- (^>>y:t^1ty-;i/- 2 
--f yi/5^;<J-) l^-!.^ - 1 - ^ -N- [2, 4 - t ;^ ( V 7' 

Dl^;i.^^) - 6 3 - f 'J T-fe h T^-h'^ 2iMi?ik^ i 

Mf^. : 159 - 164°C 

IR (KBr) cm-': 3421, 2965. 1695, 1502, 1454. 
'H-NMR (d«-DMSO) 6 : 

1.29-1.35 (12H. m). 2.46 (3H, s). 2.93-3.33 (12H. i), 
3.52 (2H, t, J = 7.0 Hz), 3.61 (IH, m), 3.94 (IH, m), 
7.00 (IH. m), 7.30-7.35 (2H, m), 7.57-7.63 (2H. m), 
8.16 (IH. s). 

BIMS a/z (relative intensity): 559 (M'), 125 (100). 

mmm a 7 

2 - [ 4 - [ 2 - ( ^ > X $ y V - ;b - 2 - ^' ;i/ ^ ;t ) :t ^ ;u ] ^ 5- > 
- N- [2, 4-t:;^ (^vrDi^;p^;r) - 6-A^)i-3- 

mmm 2 2izm\:^x. 2-^)vt)7'h^>^jyir^^v-)i<Dixt>i:)iz2 - ^ 
)itir h X '$r^j-)\.:^m^^x. 1- [2- (-ox-f 5 ^- v"-;b- 2 
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x> • 2 b y )]y:tcimmiU (leo mg, 0.27 mmol) t N- [ 2 , 4 - ;^ 
H (100 mg, 0.27 mmol) ©T-t h - h U ;b (5 ml) A (146 

mg, 1.08 mmol) ^m^. m^ux- 3 mrsmnL Sf&?s^7K-e#)iR upigx 

^$:S^L/io ^) ti ^ Jl' ij ^ I, a ^ V i:^ "7 y ^ — (MP^^^JI^; 

n;^;i/A:^^y-;U=20 : 1) T-«iS^U> ?f tlfcliiS^ & - 

■y-^*^ gfltj^b^i^ 104 mg (jRi^ 70%) ^m^m^^st Lrmfzc 

M}^. : 186 - 188°C 

'R (KBr) cm-': 3197. 2963. 2816, 1660, 1518. 1491. 
IH-NMR (CDCI3) 6 : 

1.35 (6H, d, J= 6.8 Hz), 1.36 (6H, d, J = 6.8 Hz), 2.47 (3H, s), 
2.83-3.05 (8H. m), 3.07 (2H, t, J = 5.4 Hz), 3.30 (2H, t, J = 5.4 Hz), 
3.34 (2H. s). 3.51 (IH. sept, J= 6.8 Hz), 4.04 (IH, sept, J= 6.8 Hz), 

6.76 (IH, s), 7.19-7.23 (2H, m), 7.51-7.56 (2H, m), 8.34 (IH, br s). 
EIMS a/z (relative intensity): 558 (M*), 125 (100). 

mmm 3 8 

2 - [4 - [2 - ^ T V — )V - 2 - ^ )l ^ yi- ) tr^-7i;>_ 

l-^;i/] -A^- [2, 4-hr;^ r u \^ yf) - 6-^^;u-3-i^ 
U V ] r -b h T ^ K • 2 igigig 0 3§ : 

: 139 - 142'C 
IR (KBr) cm-': 3424, 2962, 1690, 1456, 1428. 
'H-NMR (df.-DMSO) 6 : 

1.31 (6H, d, J = 6.6 Hz), 1.34 (6H, d, J = 6.6 Hz), 2.45 (3H, s), 
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3.05-3.37 (lOH. m), 3.46-3.52 (2H, m), 3.61 (IH, sept, J= 6.6 Hz). 
3.74 (2H, t. J= 7.2 Hz), 3.93 (IH, sept. J= 6.6 Hz). 6.99 (IH, s). 
■7.37 (IH. m), 7.47 (IH. m), 7.86 (IH, d, J = 8.4 Hz). 
7.96 (IH. &, J = 7.8 Hz), 8.34 (IH. br s). 
EIMS a/z (relative intensity): 575 (M*), 125 (100). 

nmm 3 9 

N- [2. (f V r D tr;i.^:r ) - 6 - ^ ^ ;i/ - 3 - t: <J ] -2 

- [4 - [2 - (7-p< V ^ tl =L )\, ^ y y ^ — ji,-2-^)lf-:t) 

S fitjfb-a-t) $ *ll T ^ ;i/ 7 T j;^ ii L T ?f ^ o 

ll5^ : 60 - 63°C 

IR (KBr) cm-': 3302, 2960. 1726. 1702, 1482. 
'H-NMR (CDClo) 6 : 

1.35 (6H, d, J = 6.6 Hz), 1.36 (6H, d, J= 6.6 Hz). 2.46 (3H, s), 
2.62-2.93 (lOH. m), 3.14-3.24 (2H. m), 3.46-3.57 (2H. m), 
3.96-4.06 (2H. m). 4.00 (3H, s), 6.76 (IH, s), 7.35 (IH, m). 
7.76 (IH. d, J= 7.8 Hz). 7.88 (IH, d, J= 7.5 Hz), 
8.50 (IH. br s). 

EIMS jb/z (relative intensity): 617 (>r), 334 (100). 
Ttm^iff : C2.H39N60«S3 i: UT 
s\nm : C. 56.38; H, 6.36.; N. 11.34; S, 15.57. 
mmm : C, 56. 30; H, 6.25; N. 11.21; S, 15.50. 

^ifii^'J 4 0 

N~ [2, 4-t;^ (-r V 7'P ) - 6 - ^ ^ - 3 - f U i^^P] -2 
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- [4 - [2 - (-t^irV'Ja [4, 5-b] \j y - 2 - ^ )]. ^ ) 

[4, 5-b] f u $:ffl^^-r^^£^yJ 3 7 i:i5]^i(zsj»s • MM L. smit-^ 

M}^. : 170 - 172*C 

IR (KBr) cm"': 3416, 2967, 1699, 1615, 1496. 
'H-NMR (d,-DMSO) 6 : 

1.31 (6H, d, J = 6.7 Hz), 1.34 (6.H, d. J = 6.7 Hz)-, 2.45 (3H, s), 
3.00-3.38 (lOH, m), 3.56-3.65 (3H. m), 3.74 (2H. t, J = 7.1 Hz), 
3.94 (IH, sept. J= 6.7 Hz), 6.99 (IH, s), 

7.33 (IH, dd, J= 8.0, 4.9 Hz). 8.00 (IH, dd, J= 8.0, 1.4 Hz), 
8.44 (IH, dd, J= 4.9, 1.4 Hz). 9.30 (IH, br s). 
EIMS jb/z (relative intensity): 560 (M'), 277 ( 100). 

nrnm^ 1 

2- [4- [3- ('-^> v*:t*1t — ;u- 2 -'f ;b^3i-) ra h:;b] 
>-l-^';H - N- [2, 4-\f7. V r D t^;i/^;j-) -6-^^;i/-3 

1 - [ 3 - ( ^ > V" 7}- ^ -9- — - 2 - -f ;u -5^ ;t ) r n ] f ^ v i^' > • 
2 h V y mmiM^ (110 mg, 0.22 mmol) t N- [ 2 , 4 - f ;^ ( -f V r 

Dl^^W^;t) - 6- p<-9^;i/-3-tUi?;b] _2-^D^T-bbT5K (82 m. 
g, 0.22 mmol) h - h ij (4 ml) mmiz^mt) V O A (120 mg, 0.88 

mmol) tilmX. 3 P^P^Jtr^lJ L^co-S*&r«$:7l<-e#f? Li^^3i^;uT-«]{±J Lfco 

0:1) x-mmL. f#6n/i2 - [4 - [3 - (-<>V";t=^•t^^/-;^-2-'r 
fi'^yir) ru\^)v-\ i^-?.^ > - i - ^ ;b] -;v- [2, 4-t;:^ (-fvrp 
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Wfb^tl 71 mg (JR^ 51%) ^fiftfe^i^^Bli: L-Cff ;to 
Mf^ : 178 - ISrC 

IR (KBr) cm-': 3424, 2964, 1691, 1499, 1454. 
'H-NMR (do-DMSO) 6 : 

1.22 (6H, d, J= 6.6 Hz). 1.25 (6H. d, J= 6.6 Hz). 2.17-2.25 (2H, m) , 

2.37 (3H. s), 2.83-3.30 (12H. m), 3.38 (2H, t, J = 7.1 Hz), 

3.51 (IH, sept, J= 6.6 Hz), 3.84 (IH, sept, J= 6.6 Hz), 

6.90 (IH, s), 7.21-7.28 (2H, m) , . 7. 49-7. 54 (2H, m), 8.94 (IH, br s). 

EIMS jb/z (relative intensity): 573 (M*), 111 (100). 

nmm 4 2 

2- [4- [2- (^yv'yf^V^J-Jl- 2 t:^^i;> 
- 1 --1- - N- (2 -^^ji,^^- 3 - f U v--;i.) T-t h T ^ K • 2 

3 - T 5. y - 2 - iji^ju^:^) V > (248 mg, 1.77 mmol) © T H F 
(5 ml) JgfgJc h U 5 > (197 mg, 1.95 mmol) ^^APx.. iki^X^Ki^ 

rx-ya^mmya i k (428 mg, 2.12 mmoi) <D T H F (1 ml) mm^mr 

ti f )Vt!^ Y ^ y ^ - {mmmm ; -^^•9-> : i^i^:ii^;u = 

5:1) xm^\^XN- {2-^^)].^y$--3-^Vi^)l) - 2 - ^ a ^ T -t 

K 104 mg (sum 22 %) ^m^iB^mx-mtzo 

1- [2 - (-<>^J:^^W-)l - 2 - ^ jl^Tir) f-<.^i^>. 2 

h U Dg^itJg (190 mg, 0.39 mmol) t N- (2-^^)i^:t-3-^ 

U S^;i/) - 2-ya^T-\zhT^ K (101 mg, 0.39 mmol) (DT-t h - h V )l 
(5 ml) jgr^Sic^^:;^ <j -^7 A (214 mg. 1.55 mmol) ^mX. SmrsmnLfzo 
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:^mmi- h u 'tpAx-^m^^. mmt:^-i;Ltzo mm^^mmm ^xi^ v^^y 

-{ — (M^i^iiHi ; X3 a 7ts I, : ^ y> — )l = 2 0 : 1) T"*SI^U2 - [4- 
[2 - > 'J :t ^ V- — )l - 2 - )l ^ yi- ) t:^^i;>-l-^;b] 
- N- ( 2 - ^ - 3 - t: U i^;!/) 7-b h ^ K 147 mg 74 %) 

Bf^ : 186 - 189°C 

IR (KBr) cm-': 3424, 2926, 2553, 1702, 1504, 1453. 
•H-NMR (CD, CD) 6 : 

2.65 (3H, s), 3.26-3.37 (5H. m) , . 3 . 60-3. 80 (7H, m), 3.79 (2H, s), 
7.31-7.38 (3H, m), 7.55 (IH, m), 7.61 (IH, m), 8.13 (IH, m), 
8.38 (IH, m). 

EIMS a/z (relative intensity): 443 (M'), 125 (100). 

mmm a 3 

2 - [4 - [2 - (^>^/:t^-9-^y-;i/-2-'r;i'5^7|-) :x.^ )\,-\ t^-^^>;> 
- A^- (2-^^;i/-6-p<5^;i/5=-;?t--3-t:>JS^;u) T-fehT 

3-T^^-2 - (^5^;U^;t) t >; >£Df1tt> 0 {Z 3 - T 5 y - 2 - ^ 
;i/-6- U i-->^&ffll^-C^^(66?^4 2 i;|5iaic:M/£; • 

iil^. : 116 - 117°C 

IR (KBr) cm-': 3265, 2944, 1670, 1497, 1453. 
'H-NMR (CDCI3) 6 : 

2.49 (3H. s), 2.54 (3H, s), 2.-60-2.80 (8H, s), 2.82-2.95 (8H, a). 
3.12-3.24 (2H, m), 3.43-3.57 (2H. m), 7.04 (IH, d. J = 8.6 Hz), 
7.22-7.32 (2H, m), 7.44 (IH, d, J= 7.3 Hz), 7.58 (IH, d, J = 7.3 Hz). 
8.30 (IH, d, J= 8.6 Hz), 9.20 (IH, br s). 
EIMS a/z (relative intensity): 457 (M*), 125 (100). 
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TC^^I/f : C2zH27Ns02S2 • 0.4H20i: L T 

n-^Wm : C, 56.85; H, 6.03; N, 15.07; S, 13.80. 

mmm c, 56.94; h, 5.90; n, 14.94; s. 13.55. 
m.mm 4 4 

2- [4- [2- (-<> v/:t^-tf 2 ;u5^:t) t:-;.^i;> 

-l-'<';i'] - N- (6-^5^ ;i/ -2 - ^ 3 - >J T-t h t 

5 K • 2 iMm^(Dmm. 

3-T=:y-2- ( p< ^ ;u -5^ ) t: u >©ftt> tz-a - 7 ~ y - 6 - ^ 5- 
;b-2- i^'; i?>&ffl^^-t^^^6^?'J4 2 i:|5]ti{csjE& • mSL. 

ai!;^ : 200 - 203'C 

IR (KBr) cm-': 3416, 2924, 1698, 1507. 1455. 
'H-NMR (do-DMSO) 6 : 

2.42 (3H. s), 2.49 (3H. s). 3.05-3.13 (4H, m), 3.22-3.30 (4H, m), 
3.38 (2H, t, J= 7.4 Hz), 3.49 (2H, s), 3.70 (2H. t, J = 7.4 Hz), 
6.94 (IH, d, J= 7.9 Hz). 7.25-7.31 (2H. m), 7.52-7.60 (2H, m), 
7.68 (IH, d, J= 7.9 Hz), 9.32 (IH, br s). 
EIMS w/z (relative intensity): 457 (M*). 125 (100). 

^tMM 4 5 

2- [4- [2- (-<>9:ir^V^J-)\.- 2 

- 1 - -f - N- [ 2 , 4 - i?^ h =^ri^ - 6 - ^ - 3 - tr u t± 

3 -y ^ >^ - 2 - \^ V ':y >(D iXt) iz 3 - T I y - 2 , 4- 

V ^ N >- - 6 - ^ 5^ ;i. f u > ^ jfj v^ xmmm 4 2 tmm^z^!;c:^ ' mmL. 

M}^. : 113 - 115°C 
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IR (KBr) cm-': 3326, 2944, 1698, 1600, 1504, 
'H-NMR (CDCI3) 6 : 

2.42 (3H. s), 2.57-2.97 (lOH, m), 3.13-3.22 (2H, m), 
3.45-3.57 (2H, m), 3.84 (3H, s), 3.91 {3H, s), 6.42 (IH, s), 
7.22-7.31 (2H, m), 7.44 (IH, m), 7.58 (IH. m), 8.22 (IH. br s). 
EIMS a/z (relative intensity): 471 (M*), 307 (100).'' 

gt^fi : C, 58.58; H, 6.20; N, 14.85; S, 6.80. 
mmm C, 58.54; H, 6.24; N, 14,88; S, 6.79, 

mmm 4 e 

2- [4- [2- (^> >/;;!rdF-y-\/-;i.- 2 --f ;i/5^;t) 

-I-'Y;!/] - N- [4, (p<5^;b^::t) - 5- b^i;=i>-;b] T-iz h 

4 , 6- (^ ^;i/5^:r) - 5 - T I y t: V > (120 mg, 0.7 mmol) 
© T H F (2 ml) mmizm^X' h 0 JIT ^ > (78 mg, 0.8 mmol) ^jmX. 
?^^^T-7-^ ^gt^yn ^ K (141 mg, 0.7 mmol) ^^TL. imrsmnLfzo 

mm-^^:^^i^^ Ax-^m'^. ^m^^5^Ltzo n^^i^ ^) ti^ )vti^ i.^ 

D V h 7 ^ - ( V U :*7>y;U20 g. MP^Ijgf^ ; > : T ^ V > = b : 

1) T-!^ML. N - [4, (^^;b5^:t) - 5- l^';^>^;b] - 2- 

yu^Trt VT X K 78 mg (iK^ 40 %) ^^Mfe^^^i: LTf#?to 
1 - [ 2 - ( ^ > v" ;t ^ •t^ V' - ;b - 2 - ;i/ 5^ ^ ) 3: ] t: ^ ^ > • 2 Y 
i; 7 jl/pj- P Bmta (123 mg, 0.25 mmol) CD T Hr b - f- ij ;i/ (3 mi) m^iZ^ 
V^A (104 ng, 0.75 mmol) . n/z T ^ K (78 mg, 0.25 mmol) 
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0 : 1 ) xmm ^mit-^m 70 mg (ir^ 57 %) ^'Sin^i^^m 

Mf^. : 171 - 172°C 

IR (KBr) cm-': 3441, 3280, 1699, 1528, 1412. 
'H-NMR (CDCI3) 6 : 

2.54 (6H, s), 2.63 - 2.80 (8H, m), 2.86 (2H. t, J = 6.8 Hz), 
3.21 (2H, s), 3.49 (2H, t, J = 6.8 Hz). 7.22 - 7.32 (2H, m), 
7.44 (IH, m), 7.59 (IH. m), 8.67 (IH, s), 8.67 (IH, br s). 
EIMS a/z (relative intensity): 489 (M*-l), 339 (100). 
TzM^^ : C2 iH2oNa02S3 LT 
it^fit : C, 51.41; H, 5.34; N. 17.13; S, 19.60. 

mmm c 51.42; h, 5.45; n, 16.90; s, 19.41. 



mm0fi 4 7 

2- [4- [2- i^>Vyi-^VJ-Jl- 2 

-1-1" N-(2,4,6-h'Jp< 3 - U VJV) 7-b b T ? 

Wl^. : 159 - 160°C 

IR (KBr) cm-': 3262, 2943, 1666. 1500, 1453. 
'H-NMR (CDCI3) 6 : 

2.21 (3H. s). 2.46 (3H, s). 2.51 (3H. s), 2.65-2,80 (8H, m), 
2.89 (2H, t. J= 6.9 Hz). 3.22 (2H. s), 3.51 (2H, t. J= 6.9 Hz), 
6.94 (IH. s), 7.22-7.31 (2H, m), 7.44 (IH, m), 7.59 (IH, m), 
8.66 (IH, br s). 
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EIMS m/z (relative intensity): 439 (M*), 163 (100), 
Ttn^^^ : CzsHa.NsOaSi: LT 

: C, 62.33; H, 6.69; N, 15.80; S, 7.24. 

mmiM : C, 62.26; H, 6.68; N, 15.62; S, 7.16. 

mmm 4 8 

2- [4- [2- v'pf^-y- V/ — 2 --f ;b^;r) t:^75^> 

-N- (2, 4, 6-hUi'vrnt;i/7x-;i/) T-t hT K h' 

2 , 4 , 6 - h U ■< y rn U > (219 mg, 1.0 miol) ® ^ n p 

A (3 ml) mmiz h U ^ > (111 mg. 1.1 mmol) ^Mz.. iki^X'^i(.i^ 

r-Tlzro^mmyo ^ K (222 mg, 1.1 mmol) < D tmr 1 D#P^M 

g, mmmm ; ^^v- > -. t±: h > = 5 i) x"mm.'ik. -v:iir-y->-jc-— 

^l^A^ ^1?^^ t> 2-:^D^-N - (2, 4, 6 - h V ^ vrtJ i^}iy 
T± hT K K 275 mg (JR^ 81%) LXmtzo 

1- [2 - (^>^;;t*-y-v/ — ;i/-2-'i';b5^:r) i^^^x>. 2 

h :7 DpBtig (147 mg, 0.3 mmol) © T -fe h - h i; ;i/ ( 5 ml) i^m 
as T' ^ gg U -^7 A (124 mg, 0.9 mmol). 9cizm ixtzT - V (102 mg. 0. 

3 mmol) ^md:m^. ^mrsmwLfzo s.j&mt:7kx^mvmm:^^)vx'miii 

*g*Ufco ^xH^ i3 V )l ±) ^ A ^ a -7 \^ if ^ y ^ — (i>ij*y;u 12 g, 

mm^Lsmit^m 75 mg (JR^ 48%) ^m-&§^^m t Lx m tzo 
Bf^. : 160 - lesx; 

IR (KBr) cm"': 3433, 3239, 1666, 1498, 1455. 



- 97 - 



wo 98/54153 PCT/JP98/02300 
'H-NMR (CDCls) 6 : 

1.21 (12H. d. J = 6.8 Hz), 1.24 (6H, d. J = 6.0 Hz). 

2.60 - 2.76 (8H, m). 2.84 (2H, t, J = 6.8 Hz), 

2.89 (IH, sept, J = 6.0 Hz), 2.98 (2H, sept, J = 6.8 Hz), 

3.21 (2H. s), 3.49 (2H, t, J = 6.8 Hz), 7.03 (2H, s), 

7.22 - 7.31 (2H, m), 7.44 (IH, m), 7.58 (IH. m), 
8.67 (IH, br s). 

EIMS m/z (relative intensity): 522 (M"^, 100). 
Tzm^ifi : C3oH42N402Si: L t 
It^fii : C, 68.93; H, 8.10; N, 10.72; S, 6.13. 
mmm C, 68.89; H. 8.05; N, 10.64; S, 6.11. 

mmm4 9 

2 - [4 - [2- {^yx^KV^J-)l^-2-^)l'^^) t:-^^iP> 
-l-^>ib]-N-(2, 4, e - h 0 ^ V r a \^ )i y - )],) T ± h T h- 

(ornm : 

Mf^. : 217 - 218"'C 

IR (KBr) cm-': 3440, 3292, 2959, 1670, 1498. 
'H-NMR (CDCl.) 6 : 

1.22 (12H, d, J= 7.1 Hz), 1.25 (6H, d, J = 7.1 Hz). 

2.74-2.97 (IIH. m), 2.99 (2H. sept, J= 7.1 Hz), 

3.24-3.27 (2H, m), 3.35 (2H, s), 7.04 (2H, s), 7.19-7.24 (2H, m), 

7.37 (IH, m), 7.65 (IH, m). 8.43 (IH, br s). 

EIMS a/z (relative intensity): 521 (M'), 372 (100). 

TtM^iTr : Ca 0H4 sNsOS L T 
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amm c 69. 06; h, 8.31; n, 13. 41; S. S.H. 

mmm C, 69. IS; H. S.ai; N. 13. 16; S. 6.14. 



mmm 5 0 

2- [4- [2- (^:y^jf--rv-)i- 2 )i^yt) 

-l-l';i/]-N-(2, 4, 6-hiJ'i'vrDl^;i.7ai-;i.)7'-fehT^h' 
2 - ^ ;u :^ r h ^7 Tl- -y- V ® ft t) t) 2 - ^ * 7-. h -<> ^/ ^ T V 

M}^ : 117 - 118*0 

IR (KBr) cm-': 3435. 3263, 1683, 1668, 1493. 
'H-NMR (CDClo) 8 : 

1.21 (12H, d, J = 7.1 Hz), 2.24 (6H, d, J = 7.1 Hz), 
2.60-2.77 (8H, m), 2.83 (2H, t, J = 7.3 Hz), 

2.89 (IH, sept. J= 7.1 Hz). 2.98 (2H, sept, J= 7.1 Hz), 

3.22 (2H, s), 3.54 (2H, t, J = 7.3 Hz), 7.03 (2H. s), 
7.29 (IH, m), 7.41 (IH, m), 7.76 (IH, m), 7.85 (IH, m). 
8.56 (IH, br s). 

ElMS a/z (relative intensity): 538 (M^), 359 (100). 
Ttm^^ : C3oH^2N40S2i: tt 

It^fa : C, 66.88; H, 7.86; N, 10.40; S, 11.90. 
mmm C, 66.65; H, 7.79; N, 10.15; S, 11.79. 

mmm 5 1 

2 - [4 - [2 - { 7 - ?i h ^ ti yf^ - ^> y' yi- :ir ^ — J], - 2 - ^ 
:t) 31-9^ t:-^^i;>-i-^';p] - n- (2, 4, e-hU-^VT-Dl^;!, 
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M>^. : 153 - 155°C 

IR (KBr) cm-': 3427, 3248, 1723, 1664, 1501. 
'H-NMR (CDCI3) 6 : 

1.21 (12H. d. J = 6.8 Hz), 1.24 (6H, d. J = 6.8 Hz), 

2.60-2.74 (8H. m), 2.85 (2H. t, J= 6.8 Hz). 2.86 (IH, sept, J= 6.8 Hz), 

2.98 (2H, sept. J = 6.8 Hz ), 3.21 (2H, s), 3.51 (2H, t, J = 6.8 Hz), 
4.00 (3H, s), 7.03 (2H, s). 7.35 (IH, t, J = 7.8 Hz), 
7.77 (IH, dd, J= 7.8, 1.2 Hz), 7.88 (IH, dd. J= 7.8, 1.2 Hz). 
8.56 (IH, br s). 

EIMS m/z (relative intensity): 580 (M'), 373 (100). 
TC^^tFf : C32H44N40,Si: LT 

afWm : C. 66.18; H, 7.64; N, 9.65; S. 5.58. 

mmm : c, 66.27; h, 7.53; n. 9.46; s. 5.52. 
mmm 5 2 

2 - [4 - [2 - (pJ-^-tJ-^/D [4, 5-b] trUi.->-2-^;i.5=-7r) ^ 
;H l^-^^ ->->- 1 - -N- ( 2 , 4 , 6 - h U ^ V7-D h-;i,7:cr:;i.) 

[4, 5-b] i^>^mi^xmmm4 8 Lmmizs.m ■ mmL.. E»}ih-^ 

M)k : 144 - 145''C 

IR (KBr) cm-': 3434, 3247, 2959, 1668. 1490. 
'H-NMR (CDCI3) 6 : 
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1.21 (12H, d, J = 6.8 Hz). 1.24 (6H, d, J = 6.8 Hz), 

2.62-2.76 (8H, m), 2.84-2.94 (3H, m). 2.98 (2H. sept, J= 6.8 Hz), 

3.22 (2H, s), 3.56 (2H, t. J= 6.7 Hz), 7.03 (2H, s), 

7.19 (IH, dd, J= 8.1, 4.9 Hz), 7.70 (IH, dd, ./ = 8.1, 1.5 Hz), 

8.46 (IH, dd, J= 4.9, 1.5 Hz), 8.56 (IH. br s). 

EIMS m/z (relative intensity): 523 (M*), 372 (100). 

TC^^tif : C2»H4 iNsOaSi: LT 

ifWB : C, 66.51; H, 7.89; N. 13.37; S. 6.12. 

mmm : c. 66.55; h. 7.94; n, 13,21; s, 6.13.. 
mm0ii 5 3 

2- [4- [3- i^>'J:t^V-'J — )i'- 2 ji'^yi-) ru\^)\,-\ tr^^i; 
> - 1 - >f - N - ( 2 , 4 . 6 - h U -f V f ;u y ^ - T-tr h T ^ 

^«IE«WJ 2 2 tci^ b-C, 1- (2-tKD^>'ai^;i.) \^ ^ ^ i; >(D iXi^ y) \z 
1- (3-tKnarvrDt^;i.) l^^^ix>^ffll,^-rl - [3 - (-<>v;r^ 
•y- ^/ — - 2 - ;i/ ^ :t ) r n ;i/ ] f ^ ^ > • 2 h U "7 ;i/ :d- d ^ <£: 

ai!^ : 125 - 127*0 

IR (KBr) cm"': 3429. 3234, 2958, 1663, 1503. 
•H-NMR (CDCla) 6 : 

1.21 (12H. d, J = 6.8 Hz), 1.24 (6H, d, J = 6.8 Hz), 
2.04 (2H. quint. J= 7.1 Hz ), 2.51-2.56 (6H. m), 
2.72-2.76 (4H, m), 2.89 (IH, sept, J= 6.8 Hz), 
2.98 (2H, sept, J= 6.8 Hz), 3.22 (2H, s), 
3.38 (2H, t, J= 7.1 Hz), 7.03 (2H, s), 
7.21-7.32 (2H, m). 7.44 (IH, m), 7.59 (IH, m), 
8.58 (IH. br s). 
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EIMS a/z (relative intensity): 536 (M\ 100). 
TC^^tif : C3.H44N402Si: LT 

itiflii : C, 69.37; H, 8.26; N, 10.44; S, 5.97. 

%mm : C, 69.28; H, 8.28; N, 10.43; S. 5.98. 

mmm5 4 

2 - [4 - [3 - (^yx-(^ir^J-;i,-2-^)U^^) rDt;i.] i^-^^i; 
>-i-'f;i/] -N- (2, 4, 6-h'j-i'vrDt^;i/:7ai-;i.) T-iz h r ^ 

M}^. : 229 - 231*C (d) 

IR (KBr) cm-': 3433, 3261, 2961, 1654. 

'H-NMR (CDCI3) 6 : 

1.22 (12H, d, J = 6.8 Hz), 1.25 (6H. d. J = 6.8 Hz), 
2.02 (2H, quint. J= 6.5 Hz ), 2.58-2.68 (6H. m), 
2.84-2.92 (5H, m). 2.99 {2H, sept, J= 6.8 Hz), 
3.31 (2H, t. c/= 6.5 Hz), 3.32 (2H, s), 7.04 (2H, s), 
7.17-7.24 (2H, m), 7.38 (IH, m), 7.65 (IH, m), 
8.50 (IH, br s). 

EIMS a/z (relative intensity): 535 (M^), 139 (100). 
TzM'^^x : C3 .H45NsOSt L T 

MiWm : C, 69.49; H, 8.47; N, 13.07; S, 5.98. 

mmm c. 69.4i; h, 8.44; n, 12.82; s, 5.90. 

mm^'i 5 5 

2- [4- [3- (^>^J^T^J-JV- 2 T-Dt;!,] 
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<Dmm : 

2 - )i ti y h ^ > 'J :^ ^ V- 'J - )i 0 iz 2 - ^ )i ti r h ^ > ^ T y 
ft ;to 

Bi^ : 107 - 108'C 

IR (KBr) CM-': 3436, 3227, 2956, 1669. 
'H-NMR (CDCI3) 6 : 

1.21 (12H, d, J = 6.8 Hz), 1.24 (6H. d, J = 6.8 Hz), 
2.03 (2H. quint, J= 7.1 Hz ), 2.50-2.55 (6H, m). 
2.72-2.76 (4H, m), 2.89 <1H. sept, J= 6.8 Hz), 
2.99 (2H. sept, J= 6.8 Hz). 3.22 (2H, s). 
3.41 (2H, t, J= 7.1 Hz), 7.03 (2H, s), 7.29 (IH, m), 
7.41 (IH, 1), 7.76 (IH, m), 7.85 (IH. m) , 8.59 (IH, br s). 
EIMS jn/z (relative intensity): 552 (M*), 385 (100). 
7i.m^^ : C3 ,H,4N40S2i: LT 

It^^i : C, 67.35; H, 8.02; N. 10.13; S, 11.60. 
: C. 67.20; H, 8.08; N, 10.01; S, 11.59. 

nmm 5 e 

2 - [4 - [3 - {1 - ^ h ^ ^> tl JVtT^ -)l^> V ^ ^"^^J -Jl - 2 - ^ )]^^ 
;t) T-Pt^i/] l^^^i^>-l-^;b] -N- (2, 4, G-hU-fyrni^ 

Siife : 137 - 139°C 

IR (KBr) cm-': 3433, 3260. 1727, 1661, 1505. 
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'H-NMR (CDCI3) 6 : 

1.21 (12H. d, J = 6.8 Hz). 1.24 (6H, d, J = 6.8 Hz), 

2.06 (2H, quint, J= 7.1 Hz ), 2.52-2.57 (6H, m). 

2.73-2.76 (4H. m), 2.89 (IH, sept, J= 6.8 Hz), 

2.99 (2H, sept, J= 6.8 Hz), 3.22 (2H, s). 

3.40 (2H. t, J= 7.1 Hz), 4.00 (3H, s), 7.03 (2H, s), 

7.35 (IH, t. J= 7.8 Hz), 7.77 (IH, dd, J= 7.8. 1.2 Hz), 

7.88 (IH, dd, J= 7.8. 1.2 Hz), 8.58 (IH, br s). 

EIMS m/z (relative intensity): 594 (M*), 348 (100)-. 

Tt.M'Q-^T : C33H46N4 04Si: L T 

tf^ii : C, 66.64; H. 7.79; N, 9.42; S, 5.39. 

^^fii : C, 66.49; H, 7.84; N, 9.12; S, 5.27. 

mmm 57 

2- [4- [3- (^^V9t2 [4. 5-b] i-->- 2 --f >n.^;t) rn 
\^^^i^> - 1 - ^ -N- (2. 4, 6 - h U ^' V :c - 

[4, 5-b] i^>^m\>^xmmm5 3 tmmizs,jit^ ' mmt. ma^it-^ 

Mf^ : 156 - 157°C 

IR (KBr) ci": 3433, 3248. 2958, 1662, 1496. 
'H-NMR (CDCI3) 6 : 

1.21 (12H. d, J= 7.1 Hz), 1.24 (6H, d, J = 7.1 Hz), 
2.08 (2H, quint, J= 7.1 Hz), 2.50-2.56 (6H, m), 
2.72-2.76 (4H, m), 2.89 (IH, sept, J= 7.1 Hz). 
2.99 (2H, sept, J= 7.1 Hz), 3.22 (2H, s), 
3.43 (2H. t, J= 7.1 Hz), 7.03 (2H, s). 
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7.18 (IH, dd, J = 8.1, 5.1 Hz), 7.69 (IH, dd, J ^ 8.1, 1.5 Hz), 
8.45 (IH, dd. J= 5.1, 1.5 Hz). 8.59 (IH. br s). 
EIMS a/z (relative intensity): 537 (M*), 139 (100). 

TC^^I^ : C30H43N502Si: tX 

Steffi : C. 67.01; H, 8.06; N, 13.02; S, 5.96. 
'Mmm : C, 67.13; H, 8.12; N, 12.88; S, 6.02. 

mmm 5 8 

2 - [4 - [2 - {^y'J:t^V-'J'-)\^- 2 --i )\i^y>S^) kr^^i;> 
-N- (2, 6-i^'rV7'Dt;i/-3-:^hD7i^;i/) T-feh 

il?5fi^ (100 ml) {::>Jc?^TT- 2 -rn^-N- ( 2 , 6 - -T vrn ;i/ 7 
T-fe h T ^ H (5.96 g, 20 mmol) Ls )iSit^ (10 ml) 

L;t%!(15^^ (1.51 g, 24 mmol) $:jgTLl O^BSJlifL^Co Sf&?^*^K7j< 
{win;i. ffi^ tbt/SiilR tv ^ 5" ;i/ T- Hi L o WaJl^Tk^ fo :^ ^ 7jc t- 

^D- >ij' t^mm^L. 2-rD^-N- (2, 6-i^'i'yrDt:;i/-3-;ih 
oL-^u) T-fe hr 5 K 6.52 g (JR^ 95%) =fe^Mfetf^^i: LT?#fe„ 
WT. 2-yD^-N-(2, 6-i?-fvrnkf;i/7ji^;i/)7'-fehT5H 
©{tt>t){3 2- yD^-N- (2, 6-S^-'rvrDl^;i.-3--hD7jL-;i/) 

M)^ : 143 - 145*C 

IR (KBr) cm-': 3432, 3293, 1663. 1527, 1496. 
'H-NMR (CDCla) 6 : 

1.21 (6H, d, J= 6.9 Hz), 1.33 (6H, d, J= 7.2 Hz), 

2.63-2.70 (4H, m), 2.74-2.78 (4H, m), 2.85 (2H, t, J = 6.8 Hz), 

2.99 (IH, sept, J= 6.9 Hz), 3.23 (2H, s). 3.25 (IH, sept, J= 7.2 Hz), 
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3.49 (2H, t, J= 6.8 Hz ). 7.22-7.31 (2H. i), 7.30 (IH, d, J = 8.5 Hz), 

7.44 (IH, m) ,7.48 (IH, d, J = 8.5 Hz), 7.59 (IH, m), 8.81 (IH, br s). 

EIHS w/z (relative intensity): 525 (M*), 375 (100). 

7C^^^ : CaTHasNsO.Si: LT 

i+^^t : C, 61.69; H, 6.71; N, 13.32; S, 6.10. 

: C, 61.62; H, 6.70; N, 13.15; S, 6.14. 



mmm 5 9 

2- [4- [2- (^yy:t^V-'J — )i-2-4)\^^-yt-) ji 5^ t:^^i^> 
-l-'f^l/] -N- (2, 6 - ^ 'J r u \^ )\, - 3 - ^ ^ ^ y y - )U) 

2 - [4 - [2 - (^>'^>^:^:^-b-^y-;i/-2--f;b5^:?r) 3i^>»W] tf'^^i^ 
>-l--f;i/] -N- (2, 6-i^-YvrDl^;i/-3-^hD:73i-;u) T-fe 
K (3.36 g, 6.4 mmol) (Omm (35 ml) fc j(K?^T T" ffiSS (8.37 g, 
128 mmol) ^iinx. MUX' 5 ^rsmnT ^ o CI CD ;5 f& it ^ ^ ;i/ T- # 

* u AT- p H 1 0 ^fbp< ^ u >T-*ifiai Lfe. z<D^nm^mm^i^3k 

X OmmmL. 2- [4- [2- (-^> v/;t:i\r+J-^/-;i/- 2 --f 
3}-) t^^.>->-i_^;i,] -N- (3-T5y-2, 6 - i^^ vr 

a \:^)iy T-bhT5K 2.90g(iRi^ 91%) ^m&i^>ikmt hxmfco 

Z(DT± h T ^ K (248 mg, 0.5 mmol) fflTHr h - |- U (2 ml) ^rStcM 
ST- 3 7 AT;1/x h KTkvgM (405 mg, 5.0 mmol) h - h ij ;u (i 

ml) iXl'^Xi^T ^ ykmit-t^t7m')- h U >i7 A (126 mg, 2.0 mmol) (DT 

•feh-hy;u (2 ml) mm. mm (o.i mi) ^mixmx. i B#F^mf+-Lfco s 
ftw«$:>iiML. ?kxi^m.i.mm:i:-^)ixmiiiLtzo ^mm^7k. ^miki§L7kx 

Y ^=7 7 ^ — (||II^JS^;e?DD4^;i/A : ^<5'y-;i/=2 0 : 1) T-*f Hi 
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^ 38%) ^fe^lRfefft^B^i: LTftfco 

Mfk : 159 - lerc 

IR (KBr) cm"': 3432, 3302, 2936, 1667, 1500. 
'H-NMR (CDCla) 6 : 

1.18 (6H, d, J = 6.8 Hz), 1.30 (6H, d, J = 6.8 Hz), 2.61 (6H, s), 
2.63-2.67 (4H, m), 2.74-2.78 (4H, m). 2.85 (2H, i, J = 6.8 Hz ). 
2.92 (IH. sept, J= 6.8 Hz), 3.21 (2H, s), 3.49 (2H, t, J = 6.8 Hz ), 
3.77 (IH, sept, J= 6.8 Hz), 7.16 .(2H, s), 7.21-7.30 (2H, m), 
7.44 (IH, m), 7.59 (IH, m), 8.74 (IH, br s). 
EIMS a/z (relative intensity): 523 (M*), 323 (100). 
TzM^^ : C2.H4 .Ns02iSi: br 
i\nm : C, 66.51; H, 7.89; N, 13.37; S, 6.12. 
: C, 66.28; H, 7.95; N, 13.35; S, 6.11. 

nmm 6 0 

2- [4- [2- {^>V:i-^-^'J — )V - 2 - ^ t^^-7i7> 
-l-'T^U] -N- [2, 6-i^^^^ya\^}l-3 - 7a:^;H 

N- [3-r^y-2, 6-i^-rvrDl^;b7jL-;i/] - 2- [4 - (2- 
h K D :^ i> 31 ^ ;i/ ) t: ^ V i^- > - 1 - ^' ;u ] t -tr h T 5 K ( 500 mg) (D ^ ^ 
)\yi^:7.)iy ^ K (10 ml) jgfStJC 1 1 0 T- finsm# T. Mfil^^-T V T ^ ;i/ (1 

ml) ^i^n-o < ^ tmrL. m^mx' 2 o^rsmri^Lrzo ^n&m^Mii^m:. ^ 
Bi^fzo m ^ntz^mtii^ ti^f a ^ d v k ^-^ y ^ — {Mw^m^ ; ^ 

a D*;b A : ^ ^ y _;!, = 2 0 : 1 ) -cmm N- [2, e-i^-fv^-nhf 
;i^-3 - (p<^;i/5^:?}-) - 2- [4 - (2-tKD^i/jQ5^;b) 

> - 1 - ^ T-b h T 5 K 370 mg (iR^ 68%) =&|f fco 
WTs N- (2, 6-i?'i'V7"Dt;b7j:r:;i/) - 2- [4 - (2-bHD 
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i^^ yyu - 3 - 7a.- - 2- [4 - (2-th' 

: 148 - 150°C 
IR (KBr) cm-': 3286. 2960, 2817, 1664, 1499, 1455. 
'H-NMR (CDCI3) 6 : 

1.12-1.27 (6H, m), 1.28-1.44 (6H, m) , 2.43 (3H, s), 

2.59-2.79 (9H, m), 2.81-2.88 (2H, m), 2.92 (IH, sept. J= 6.8 Hz), 

3.21 (2H, s), 3.49 (2H, t, J= 6.6 Hz), 7.16-7.30 (4H, m), 

7.43 (IH, d, J= 7.3 Hz), 7.58 (IH, d, J = 7.3 Hz), 

8.73 (IH. br s). 

EIMS a/z (relative intensity): 526 (M*), 56 (100). 
TC^^W : C2 8H38N402Sj • 0.4H20i: L T 
: C, 62.98; H, 7.32; N, 10.49. 

mmm c, 62.79; h. 7.32; n, 10.76. 
^Mm 6 1 

2- [4- [2- (^>V:^^VV-)V- 2 )V^:t) ai^^^u] t^-<7v> 
-l-'r>iU] -N- (2, 6-i^-rvrDi^;i/-3-bKDr^iix73^-;u) y 

2- [4- [2- (-<>^/:t:^-y-v'-;u- 2 ;i/^:r) 

>-l--1';i/] -N- (3-7'^y-2, 6 -i^^' V r D t;i/7 3l::i;1,) T-fe 
HT'^ K (198 mg, 0.4 mmol) ^ 6 %mmyk (3.4 ml) (;?gfi?Ls O'CT'Mm 
mi- h ^) O (35 mg, 0.5 mmol) (D:^mm (0.8 ml) ^m^. ^©?gJ^T- 3 
O^mmnLtzo C ©S^cwiS^^'l-iS 1 4 0 °C-e;ljnili}t#^ L/ii^BM7j< (40 ml) 
o < O iivjiT LTto fliT 1 0 Hifer^^M^^f j^i^^k^^h h U -i? A 
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^ — {MfMi^mi ; ^nD4^;i/A : mmT >'e — T y— ;i/=2 0 : 
1 ) -nmrnL. @«J^b-^t) 178 mg (IR^ 89 %) ^n. i^S' y-)lt^^V-> 

Mj^. : 96 - 98'C 

IR (KBr) cm-': 3282, 2958, 1667, 1499, 1454. 
'H-NMR (CDCla) 6 : 

1.16 (6H, d, J = 7.1 Hz), 1.34 (6H. d. J =7.1 Hz), 

2.60-2.78 (8H. m), 2.84 (2H, t, J. = 6.8 Hz), - 

2.89 (2H, sept, J = 7.1 Hz), 3.14 (2H, t, J = 6.8 Hz), 

3.20 (2H, s), 3.49 (2H, t. J = 6.8 Hz). 5.31 (IH, br s), 

6.65 (IH, d, J = 8.3 Hz), 6.99 (IH, d, J = 8.3 Hz), 

7.24 (IH, td. J = 8.5, 1.4 Hz). 7.28 (IH, td. J = 8.5, 1.4 Hz). 

7.43 (IH. dd, J = 8.5, 1.4 Hz), 7.58 (IH, dd. J = 8.5, 1.4 Hz). 

8.70 (IH, br s). 

EIMS a/z (relative intensity): 496 (M"), 125 (100). 
Ttm^^fx : C27H36N402Si: LT 
nfWm : C. 65.29; H, 7.31; N, 11.28; S.6.46. 
•. C, 64.65; H, 7.32; N. 11.16; S,6.36. 

nmm e 2 

2 - [4 - [2 - ('-^>V;j-^-y-^/-;i/-2-'f;i/5^;r) 3i5=-;i/] l^^^i;> 
- \ - ^ )\^'\ - N- (2, Q -'J^ VZru\^>\, - 3 - M^JVy^^iyy ::l=.)V) 

2- [4- [2- (^>^/7t-^-tfV-;b- 2 --f ;i.^pi-) t^^^i; 
> - 1 - ;i/ ] - N - ( 2 , 6 - V V 7" D f - 3 - t |- n ^ i> :? 31 - ;u ) 
T'-lr h T < K (149 mg, 0.3 mmol) t V) )VT X > (91 mg, 0.9 mmol) 
® T H F (2 ml) mm^z^ ;>K^^T^ igfbp< ^ > Tt. )V if. - )\, (103 mg, 0.9 mmol) 
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t:m^30 ^mmnLTzo ^ etc h U:n5^;u7' 5 > (46 mg, 0A5 mmo\) RU 
t^ih ^ ^ > )l 7t^ - ?l (52 mg, 0.45 mmol) ^m^2 0 ^mMt^ LTzo ixiJSifS 

Cr^y ^ - 20 g. m^mm ; ^ n d;}^;i,a ; p( ^ y -;b = 2 0 

120 mg (iR^ 70%) ^fiftfejg^i: Lrf#;to 
UlisH : 164 - 166'C (d. ) 

IR (KBr) cm-': 3433, 3273, 1668, 1450, 1455. - 
'H-NMR (CDCI3) 6 : 

1.19 (6H, d, J= 6.8 Hz), 1.33 (6H. d, J = 7.3 Hz), 
2.65-2.81 (8H. m), 2!86-2.90 (2H. m). 2.94 (IH. sept. J= 6.8 Hz), 
3.22 (5H. s), 3.34 (IH, sept, J= 7.3 Hz), 3.51 (2H, t, J = 6.7 Hz ), 
7.21 (IH, d. J= 8.5 Hz). 7.23-7.31 (2H, m), 7.39 (IH, d, </ = 8.5 Hz) , 

7.44 (IH, m), 7.58 (IH. m). 8.72 (IH. br s). 
EIMS a/z (relative intensity): 574 (M*), 410 (100). 
7C^^*f : C2>H38N40sS2 • 0.2H20i: LT 
WcWm : C, 58.15; H, 6.69; N, 9.69; S, 11.09. 
mmm ■. C, 58. 18; H, 6.63; N, 9.74; S, 11.05. 

mmm e 3 

2- [4- [2- {-<>^J:^^^v'-)l- 2 )\,^y>r) JL^)\,-\ t-<.7>'-> 
- 1 - )l} -N- (2. 6-5;^i'vrDb^>il/-3-7'-b^;i/:t^x-7in;u) 

2 - [4 - [2 - (^>v:t^-9-^/ — ;i/-2-i';u5^;t) :n5-;u] 
> - 1 - ^ ] - N - ( 2 , 6 - i>' V r D b- ;i/ - 3 - t |- D i/ 7 ;i/ ) 
T-fehT^ K (176 mg, 0.354 mmol) ® t >; v > (i ml) i^mizmykmm (2 
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(> U 20 g. mm^^m ; ^dd;Jt;i.a : -)i= 3 0:1-^2 

ih^m^ 140 mg (JR^ 73%) ^MBii^mL LXmfzo 
Mfk : 129 - 13rC 

IR (KBr) cm-': 3436, 3291, 1760, 1665, 1499. 
'H-NMR (CDCI3) 6 : 

1.20 (6H,.d, J = 6.8 Hz), 1.26 (6H. d, J= 7.1 Hz). .2.32 .(3H, s), 

2.64-2.81 (8H, m), 2.86-2.92 (2H, m), 2.95 (IH, sept, J= 6.8 Hz), 

3.11 (IH. sept. J= 7.1 Hz), 3.22 (2H, s), 3.51 (2H, t, J = 7.0 Hz), 

6.98 (IH, d. J = 8.5 Hz), 7.18 (IH, d, J= 8.5 Hz), 7.23-7.33 (2H. m). 

7.44 (IH. m), 7.59 (IH, m), 8.60 (IH, br s). 

EIMS a/z (relative intensity): 538 (M*), 388 (100). 

7C^^*f : C29H3eN402S • 0.4H20i: UT 

n-fmm c, 64.02; h, 7.15; n, 10. 30; s, 5.89. 

nmm : C, 63.64; H, 7.10; N. 10.23; S, 5.92. 

mmm e a 

2 - [4 - [2 - (^>v;t=3p-tJ-^/-;i/-2--f';i'f^xj-) iyy 
-l-'f;!/] - N- (2, 6-i;-i'vrDt;i/-3-^h^>'7jL^;i/) 
VT \ Y • 2 H^J^O^ig : 

2 - [4 - [2 - (^>^/:^^r-y-v-;b-2--l';i/5^:t) i^;!/] t-^vi^ 
>-l-'f;i'] - iV- (2, 6 - i^M V rD 3 - t K d:^S^7 31 -;u) 

T-b h T 5 h' (200 mg, 0.40 mmol) ® D MF (2 ml) ?S (c 7j< ^ fb f- h U ^ 
A (21 mg, 0.48 mmol) 4 0 'CC 1 0 ^re3M#f^> 3 — 1' ^ ^ > (68 

mg, 0.48 mmol) ^mXs mmmWK^Tzo SJ5&r{JtS:7jcT-#)P! i^l^Ji^;!. 
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: ^ ^ y = 5 0 : 1 ) X-mmi.. 2 - [ 4 - [ 2 - ( -<> V :t =^ -y- 
-;i'-2-i';i/5^:t) tr-s^i;>-i-^;b] (2, e-i^-f 

V7-D 3 -p< h =^->7 xz^;i/) T'-b h 5 K 47 mg (JR^ 23%) ^f^f^ 

M}^. : 218 - 222°C 

IR (KBr) cm-': 3432, 2963. 1669, 1506, 1454. 
■H-NMR (CD3OD) 6 : 

1.17 (6H. d, J = 6.8 Hz). 1.29 (6H, d, J = 6.8 Hz), 

2.96 (IH. sept, J = 6.8 Hz), 3.17 (IH, sept, J = 6.8 Hz), 

3.47-3.64 (lOH. m), 3.67-3.75 (2H, m), 3.81 (3H, s), 

4.11 (2H. s), 6.97 (IH, d. J= 8.8 Hz). 7.17 (IH, d, J= 8.8 Hz), 

7.28-7.37 (2H. m), 7.53-7.63 (2H, m). 

EIMS a/z (relative intensity): 510 (M*), 360 (100). 

7C^^*f : C28H38N,03S2 • 2HC1 • O.eHaOi: LT 

nfWm : C. 56.58; H. 6.99; N, 9.43; CI. 11.93. 

mmm C, 56.88; H, 6.94; N, 9.47; CI. 11.64. 

^Mm 6 5 

2 - [4 - [2 - (-;>v"7^^■^tv-;^-2-^';^f^:t) l::--<^>?> 
- A^- [2, 6 - ^ V ra \^ ;i - 3 - ( 2 - jc h ^ ji.^ 

2- [4- [2- (-<>^/;f 2 --f ;i/5";r) 

>-l-'1';i/] -A^- (2, 6 -i^-f V-T-D 3 - t KDi^i^7a:-;i/) 

T -b h T 5 H (150 mg, 0 . 30 mmo 1) © T -t h ::i h 'J ^1/ (3 ml) 2 - 7" 

D ^x^;i.ni^;i.i_5^;i, (2 ml) t y y itti V ^ J^-T i-mi^mm (40 

wt%, 225 mg, 1.51 mmol) ^iju^. 4 immmn^Ltzo mm^r^m'^s mmt: 
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t:mm:i^^)\^—^^'^>ty^^mi^^L. EdfOit^m 120 mg (IR^ 70%) S^Sfe 
M}^. : 100 - 103°C 

IR (KBr) cm-': 3282, 2960, 1661, 1498, 1454. 
'H-NMR (CDCI3) 6 : 

1.17 (6H, d, J= 6.9 Hz), 1.23 (3H, t, J= 7.0 Hz), 

1.32 (6H, d, J = 6.9 Hz), 2.62-2,79 (8H, m), 

2.86 (2H, t, J = 6.2 Hz), 2.93 (IH, sept. J= 6.9 Hz), 

3.19 (IH, sept, J= 6.9 Hz), 3.21 (2H, s), 3.50 (2H, t, J = 6.2 Hz), 

3.59 (2H, q, J= 7.0 Hz), 3.81 (2H, t, J = 5.1 Hz), 

4.09 (2H, t, </= 5.9 Hz), 6.83 (IH, d, J = 8.7 Hz), 

7.09 (IH, d, J= 8.7 Hz), 7.22-7.30 (2H, m), 

7.43 (IH, m), 7.58 (IH. m), 8.56 (IH, br s). 

EIMS w/z (relative intensity): 568 (M*), 276 (100). 

Tum-^^in :C9.H44N404Si: LT 

: C, 65.46; H. 7.80; N. 9.85; S, 5.64. 

: C, 65.16; H, 7.75; N, 9.81; S, 5.70. 

mmm e a 

2 - [4 - [2 - (^>^/;t^•t»•v-;^-2-^';^5^;^-) jc^^^b] i^^^i;> 
- N- (2, 6-i;'ry7'Dt:;i/-3-hKD^i^-4--hD 
7 3: - ;i/) r -fe h T' ^ K©Miig : • 

2 - [4 - [2 - ('^>^y;t^-y-^y-;b-2-^;i/^^) t-^^i; 
>-l-'l';i.] - AT- (2. 6 - i^-r y ro 3 - b K D 7 a, - 

T-fe h T 5 K (107 mg, 0.22 miol) (DT-t h ~ h V (3 ml) j!K T s 

«^^7'-l:^;i/ (145 mg, 0.75 mmol) SAdA 1 O^P^Jtjf L;to KUtim^ykX- 
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2 la] i±l b o mmm^S^m:^i^yk-^i^r^L. Myi^mmi- h V't7 l^n^m^ik. 

mm^^^Lfzo ^m^^^mm ^ n-r v^^y ^ - {mmmm ; ^ □ d 

A:^^y-;i/=2 0 : 1) X-mmL. m ixtzUt^m^ i7 a u ^is )]y A-mm 
x^;i/-^:^-9->*^?>S!^^ B^it^^ 60 mg (mm 51%) ^m^m^^m 

t Lxmtzo 

Mfk : 139 - 141°C 

IR (KBr) cm": 3256, 2962, 1690, 1480, 1454. 
'H-NMR (CDCI3) 6 : 

1.21 (6H, d, J = 7.0 Hz), 1.38 (6H, d, J = 7.0 Hz), 
2.63-2.73 (4H. m), 2.73-2.79 (4H, m), 2.87 (4H, t, J = 6.9 Hz), 
2.92 (IH, sept. J= 7.0 Hz), 3.20 (IH, sept, J= 7.0 Hz), 

3.22 (2H, s), 3.50 (2H, t, J = 6.9 Hz), 7.23-7.32 (2H, m), 
7.44 (IH, m), 7.58 (IH, m). 7.93 (IH, s), 8.83 (IH, br s), 
11.10 (IH, br s). 

EIMS m/z (relative intensity): 541 (M"), 377 (100). 
TC^^W :C27H35N50sSi: UT 

mrnt : C, 59.87; H, 6.51; N, 12.93; S, 5.92. 

C, 59. 81; H, 6.64; N, 12.94; S, 5.84. 

mmm e i 

2 - [4 - [3 - ('^>\/:t^t>-V-;i/-2--r;i'^:t) rntr^b] 'J 
>- 1-^)1^ - N- (2, 6-ix-rV7'nb^;i/-3-nhD7:ii-;i.) t -t 

1- [3 - i^>v'7t^V-'J-J\^-2--()l^:t) rti\^)\/'\ l^^^i?>. 
2 h U y uW^^m, (206 mg, 0.41 mmol) t N- ( 2 , 6 - i^-f V ra 

- - V X3 y - 2- yD^T-feh7'$K (140 mg, 0.41 mmol) 

©T-b h U ;b (5 ml) mm'.z^mti V (226 mg, 1.63 mmol) ^Uq^. 
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mtt^ua-t^juAtmm^j^^ji-^^v-y-b'^mi^^L. ae^i-fb^ti 179 mg 

Mj^ : 156 - 158-C 

IR (KBr) cm"': 3277, 2936, 1665, 1499, 1455. 
'H-NMR (CDCI3) 6 : 

1.21 (6H, d, J= 6.9 Hz), 1.32 (6H. d, J = 6.9 Hz), 

2.05 (2H, quint, J= 6.9 Hz), 2.51-2.62 (4H, m), 

2.55 (2H, t, J = 6.9 Hz), 2.73-2.79 (4H, m), 

2.99 (IH, sept, J= 6.9 Hz), 3.24 (2H, s), 

3.25 (IH, sept, J= 6.9 Hz), 3.38 (2H, t, J = 6.9 Hz), 

7.24-7.31 (2H, m), 7.30 (IH, d, J = 8.7 Hz), 7.43 (IH, m), 

7.47 (IH, d, J = 8.7 Hz). 7.58 (IH, m), 8.83 (IH, br s). 

EIMS m/z (relative intensity): 539 (M*), 193 (100). 

tvM^Vt : C28H3-Ns04Si: bt 

tt^fii : C, 62.31; H, 6.91; N, 12.98. 

mmm c, 62.23; h, 6.94; n, 12.85. 
mmm e s 

2 - [4 - [3 - > 'J ^ ^V- 'J - - 2 - )l ^ :t ) rni^;i/] b^-^^i/ 
>-l-^;i/] - TV- [2, 6-i?>fvrntf;i/-3 - {A^)]^^^) 

N- [3-T^y-2, e-i^'^rvroi^^i/^i^;!/] - 2- [4 - (2- 
t:KD:^i/jc5^;i.) i^^'7i;>-l--r;i/] T-bhT^K®<tt>!?{iAr- [3 
-T^y-2, 6-y-fy7*nt;i/7i:^;i/] - 2- [4 - (3-tKD^>> 

yt!\^)l) - I - ^ T-t VT ^ N* * ffl V^ tllSg^iJ 6 0 illHl^^CZ 
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Mf^. : 126 - 127"C 

IR (KBr) cm"': 3271, 2961, 1662, 1499, 1454. 
'H-NMR (CDCI3) 6 : 

1.13-1.22 (6H. m), 1.30-1.39 (6H, m), 2.04 (2H, quint, J= 6.9 Hz), 
2.43 (3H, s), 2.51-2.57 (4H, m), 2.54 (2H, t, J = 6.9 Hz), 
2.72-2.80 (5H. m), 2.93 (IH, sept, J= 6.9 Hz), 3.21 (2H, s), 
3.38 (2H, t, J= 6.9 Hz), 7.16-7.31 (4H, m). 7.43 (IH, m), 
7.59 (IH, m), 8.76 (IH, br s). 

EIMS a/z (relative intensity): 540 (M*), 70 (100). 

TC^^^ff : C2»H4oN«02S2 LT 

tHI'lii : C, 64.41; H, 7.46; N, 10.36. 

mmm : C, 64.46; H, 7.48; N, 10.55. 

mmm 6 9 

2- [4- [3- {^>^J:^^-*)--J-)l- 2 rDh:;u] \^-<^i^ 

> - 1 - ^ )V2 - N- (2, 6-5^->fyrDl^;i.-3-tKD^i>7ai-;i/) 

2 - [4 - [2 - > V :^ ^ V- y - )l - 2 - ^ JU ^ ^ ) J^^^i? 
>-l--^Jl2 -N- (2, 6-i^^vrn\^)\,-3--hay:^-)i) t-\z 
V T < H®f^t) t) {Z 2 - [4 - [ 3 - (-<>v'yf^VV-)V - 2~^ 

rot;!/] t:-?.^j^*>- 1 _ ^_ (2, 6 - ^ v \^ 3 - - 

Mf^. : 176 - 178°C 

IR (KBr) cm-': 3263, 2960, 1665, 1496, 1454. 
'H-NMR (CDCI3) 6 : 

1.16 (6H, d, J= 6.9 Hz), 1.34 (6H, d, J= 6.9 Hz), 
2.05 (2H, quint, J= 6.9 Hz), 2.51-2.60 (4H, m). 
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2.54 (2H, t, J = 6.9 Hz), 2.70-2.77 (4H, m), 

2.91 (IH, sept. J = 6.9 Hz), 3.16 (IH, sept, J = 6.9 Hz), 

3.21 (2H, s), 3.38 (2H. t, J = 6.9 Hz), 4.80 (IH, br s), 

6.66 (IH, d, J= 8.4 Hz), 7.01 (IH, d, J = 8.4 Hz), 

7.22-7.30 (2H, b), 7.43 (IH. m), 7.59 (IH, m), 

8.60 (IH, br s). 

EIMS a/z (relative intensity): 510 (M"), 70 (100). 

7tm^^ : Ca.HssN^OaSi: LT 

s^Wm : C, 65.85; H, 7.50; N, 10.97. 

HHii : C, 65.66; H, 7.52; N, 10.80. 

mmm i o 

2 - [4 - [3 - (^>\/;t=¥-tJ-^/-;i'-2-'f;i/5^;t) 7"Dt^;i/] tr^^i^ 
^-l-'f;!/] - N- (2, 6-i^-fvrDl:;;u-3-^h^i'73in;u)7' 

2 - [4 - [3 - (^>v^:t=^-y-\/-;i/-2-'r;i/5^;j-) rni^;!/] if^^^ 
> - 1 - -'l' ] - iV- (2, 6-i?fvrDl^;i/-3-tHD:^ri>7n:-;i/) 
T-fe h T $ K ( 150 mg, 0.29 mmol) ^^^y— ;U(2ml) i:T-feb::ihU;i/ 
(3ml) \.zmm\^. N, N-i^-( 'jru\i)Vx.^)\,T X> (227 mg, 1.76 mmo 
1) i: h U ^ U ^ >--v^-y->^?« (2.0 M, 0.88 ml, 1.76 

^nvh^^-^^-r - (M^v^^S^ ;--^it>:T-bh>=7:3) T-mi^ f# 
e>n;ti|a^S$:g^^Ji5^;i/ ^^-t^- Sfi*Jfb-&tI 31 mg (iR^ 

20%) ^m^mi^^>L\.xnrzo 

: 105 - 107'C 
IR (KBr) cm"': 3289, 2959, 1663, 1501, 1454. 
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'H-NMR (CDCla) 6 : 

1.17 (6H, d, J= 6.9 Hz), 1.29 (6H, d, J= 6.9 Hz), 

2.04 (2H, quint, J= 6.9 Hz), 2.51-2.59 (4H, m), 

2.54 (2H, t, J = 6.9 Hz), 2.71-2.78 (4H, m), 

2.92 (IH, sept, J= 6.9 Hz), 3.19 (IH, sept, J = 6.9 Hz), 

3.21 (2H, s), 3.38 (2H, t, J= 6.9 Hz), 3.80 (3H, s). 

6.84 (IH, d, J = 8.6 Hz), 7.12 (IH, d, J = 8.6 Hz), 

7.22-7.31 (2H. m), 7.43 (IH, m), 7.59 (IH, m), 8.60 (IH, br s). 

EIMS a/z (relative intensity): 524 (M*), 290 (100). 

2 - [4 - [3 - (-<>y:t^-9-v-;i/-2-'f;U5^:^) rnt^u] 
>-l--r;i'] - N- [2, 6 - V ya - 3 - (2-^h^i>:n^;i, 

N- (2, 6-i^--i'vrni^;i/-3-tKD:3|ri>73i^;i/) - 2- [4- 
(3 - t K n^^i^ro t;i,) b^-?. 7 > - 1 - ^ ;u ] T-t? $ K (180 mg, 
0.61 miDol) ©DMF (3 ml) v^fil tz 2 - 7" D ^ 5^ ;i. 5^ ;b — 5- ;u (2 ml) 
i: 7 ^yitti U >i7 A 5 i-mnmm (40 wt%, 355 mg, 2.39 mmol) ^JP^. 

5 o°c-e 3B#p^}t#uAc:c ft* ^ ^ gim . mm^7kr--^s^Lmm:^^)i^X'mti!i 

* U Aco mmt: > »J t> JVti^ A ^ □ x' h ^--v 7 ^ — (||g|^i!K ; ^ D p 
A : ^ ^ y-;i.= 2 0:1) t-lii^ AT- ( 2 , 6 - -f V r D ;u - 3 - 
(2-jih3ri>i5=-;i/;i-:JrS>) 7i^;i/) - 2- [4 - (3-tKD:^i^7-D 
i^;i/) i^-<^.^>-i-^;i,]:P4jt.3P5,.- 90mg(jR5^ 42%) &Mfe«i)*^ 

£iT. iV- (2, 6-i^'i'vrDt:;i/:7j:-;i/) - 2- [4 - (2-tHD 
^ri^a:^;i.) l^-^^i;>-l-^;i/]T-bh7'5K®ftt>D(CAr- (2, 6- 
$;'fV7'Dt;i.-3 - (2-^h:^i/ai^;i/;rd(r>') :7:c-;i/) - 2- [4- 
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mm 1 tmmizRjit^ ■ mmi^. s^it-^m^m^m^mt bxmrzc 
: 99 - loo-c 

IR (KBr) cm"': 3267, 2962, 1664, 1501, 1455. 
'H-NMR (CDCI3) 6 : 

1.17 (6H, d, J= 6.9 Hz), 1.23 (3H, t, J= 7.0 Hz), 

1.32 (6H, d, J = 6.9 Hz), 2.04 (2H, quint, J= 6.9 Hz), 

2.51-2.59 (4H. m), 2.54 (2H, t, J = 6.9 Hz), 2.70-2.77 (4H, m). 

2.91 (IH, sept, J=6.9Hz), 3.16 (IH, sept, J = 6.9 Hz), 

3.21 (2H, s), 3.38 (2H, t, J= 7.0 Hz), 3.59 (2H, q, J = 7.0 Hz). 

3.81 (2H, t, J= 5.1 Hz), 4.09 (2H, t, J = 5.1 Hz), 

6.83 (IH, d, J= 8.8 Hz), 7.09 (IH, d, J= 8.8 Hz), 

7.22-7.31 (2H, m), 7.43 (IH, m). 7.59 (IH. m), 8.59 (IH, br s). 

EIMS m/z (relative intensity):' 582 (M*), 139 (100). 

mmm i 2 

2 - [4 - [2 - (^>^/;r=^-tt^/ — ;i/-2-'i'>>b^:t) t:^vv?> 
-l--l*;i'] - N- (2, 6-'>*-fV7"Dt:;i/-4-t:KD:^v7iZi;b) t 

h "i? A (51 mg, 0.5 mmol) ©7j<: (1 ml) ^Wl\z.7. )\/'7 y =.)\^m. (1 
67 mg, 1,0 mmol) SrinAx *^^TT-ffiti^^:^ h <; A (73 mg, 

1.1 mmol) *Apx.x ^m^m (0.25 ml) $:?«T UM^® !S^S?« ^^a^ili L fco 

7Jc^'^b•:^ h U -j; A (212 mg, 5.5 mmol) ©tK (1.2 ml) jgMtC 3 , 5 - ^ 
V r D t:;i.7 i y (172 mg, 1.0 mmol) ^Snx.. Somigg*^. >J<?=&TT-^ 

K D -b-;!/:? T'T ^:^^U'i7A ^ S^&M© 5f^fe "T -5 S T-SnAs 8 0 'C 

L> 4 - T ^ y - 3 , 5 - -f V ro I y — ;i/ 107 mg (IR^ 58 %) ^ 
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l:XT. 2. 4, 6-hy'fyrDlf;i/7'-';>CDf^to!3{c4-T5.y-3, 
Mf^s : 162 - 164-C 

IR (KBr) cm-': 3307, 2961, 1665, 1499, 1455. 
•H-NMR (CDCI3) 6 : 

1.17 (12H, d, J = 6.8 Hz), 2.60 - 2.76 (8H, m), 2.85 (2H, t. J = 6.8 Hz), 
2.93 (2H, sept, J = 6.8 Hz), 3.20 (2H, s), 3.49 (2H, t, J = 6.8 Hz), 
5.59 (IH, br s), 6.62 (2H, S), 7.22 - 7.31 (2H, m), 7.44 (IH. m), 
7,58 (IH, ffi), 8.47 (IH, br s). 

Ems a/z (relative intensity): 496 (M*), 97 (100). 
tlM^^ : C27H3eN403Si: Lt 
siMW : C, 65.29; H, 7.31; N, 11.28; S, 6.46. 
: C, 65.35; H. 7.42; N, 11.12; S, 6.41. 

mmm i 3 

2- [4- [2- (^>y:t^-y- V" — 2 --f 

- 1 - ^ J]/^ -N- (4-T±h^'>-2, 6-i''-rvrDbr;i/7in;i/) T 

2 - [4 - [2 - (^>l/;t^-t*-V" — ;i/-2--f;i'^3j-) :r.^)v2 l^'^vS^ 
>-l-'f;i/] -N- (2, e - iy -( y u )\, - 4 - H h' m ^ y jL - )V) 
T-trhT^h' (149 mg, 0.3 mmol) ® f 'J > (1 ml) ?grfStZ7K?^TT*M7j<fi^ 

^ (2 ml) =g:?iTL. m^x 3 mrsmt^ L tzo s.fit'^miz^m^mTkmi- h 

Dx'h^v7Y — (Ml?a^^ ;:^nn;^;i/A:^^y— ;i.= 20: 1) xmWi 
gfi^J^b^tJ 166 mg (lUm 100 %) LTfffco 
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M}^. : 126 - 129°C 

IR (KBr) cm-': 3440, 3275, 1762, 1664, 1498. 
'H-NMR (CDCI3) 6 : 

1.20 (12H, d, J = 6.8 Hz), 2.30 (3H, s). 2.60 - 2.78 (8H, m), 
2.86 (2H, t, J = 6.8 Hz), 2.99 (2H, sept, J = 6.8 Hz), 3.22 (2H, s), 
3.49 (2H, t, J = 6.8 Hz), 6.89 (2H. s), 7.22 - 7.31 (2H, m), 
7.44 (IH, m), 7.59 (IH, m), 8.60 (IH, br s). 
EIMS m/z (relative intensity): 538 (M*), 276 (100). 
Ttm^^ : C28H38N4O4S • 0.2H20i: LT 
: C, 64.23; H, 7.14; N. 10.33. 

mmm c, 54.22; h, 7.08; n, 10.27. 

2- [4- [2- {^>'J:t=^V-'J — )]/- 2 JV^^) tf^-^i^^ 
-l--f;i/] -N- (2, 6-i^-rvrDtf;i/-4-^ix;i/3r^i^73i^;i/) 
T-fe h T $ KOi^jg : 

2 - [4 - [2 - (^>^/7|-=^r-y-^y — >»l/-2-^;i/^:t) 
>-l-'f;i/] -N- (2, 6-i>"-rvrDtf;i/-4-hHD^i^7ji^;i/) 
T-iz h T 5 K (50 mg, 0.1 mmol) ® T H F (1 ml) m^lz h U cj^'^jvt I > 
(30 mg, 0.3 mmol) ^m^. ik^^ll ^K}^T iUit ^ ^ > ?V Tt^ — )V (34 mg, 0. 
3 mmol) ^mTL. MU-X^ 2 mrSmW L Tzo R}ieSm^7i(.-^mm\.mm:^^)}^X' 

A : ^ ^ y -;i/= 19:1) fH^ L. afttJfb^tl 47 mg (IR^ 82 %) 

: 115 - 117'C 
IR (KBr) cm"': 3436, 3222, 1666, 1497, 1367. 
'H-NMR (CDCla) 6 : 
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1.21 (12H, d, J = 6.8 Hz), 2.60 - 2.77 (8H, m), 

2.85 (2H, t, J = 6.8 Hz), 3.00 (2H, sept, J = 6.8 Hz), 

3.14 (3H, s). 3.22 (2H, s), 3.49 (2H, t, J = 6.8 Hz), 7.08 {2H, s), 

7.22 - 7.31 (2H, m), 7.44 (IH, m), 7.59 (IH, m), 
8.63 (IH, br s). 

EIMS a/z (relative intensity): 574 (M"), 125 (100). 
TC^^W : C2bH38N405S2 • 0.3Hz0i: LT 
tf^4i : C, 57.97; H, 6.71; N, 9.66. 
m^mm C, 58. 06; H, 6.63; N, 9.56. 

mmm 1 5 

2 - [4 - [2 - ^ "d- 'J — >V - 2 - ^ )i' ^ yir ) tf-^^i;> 

- 1 - W - N - ( 2 , 6 - i^* 'T V r n tr;i/- 4 - V^i^y T-b 
hT S. K©S!Jag ,: 

2- [4- [2- — 2 - -( tr-^^i^ 

>-l-l'VU] -N- (2, 6-i;-ryrDt;i/-4-tKn^ri^7ai-;i/) 
T-k h T' 5 F (99 mg, 0.2 mmol ) CD D M F (2 ml ) mm l>Z:^miti- h U A 
(7 mg, 0.3 mmol) ^iD^. 6 0 °CT- 1 0 ^fSimm L/i^. K ^ ^S' 

> (43 mg, 0.3 mmol) $:?^TL> 3 0 'S^TSmW \y fzo SJSSrlS $:*T'#fi t 

^^"^y : T-k h> = 5 : 3) X-mm L. 44 mg (IR^ 43 %) ^ 

Mj^. : 115 - 117°C 

IR (KBr) cm-': 3432, 3238, 1662, 1500, 1455. 
'H-NMR (CDCla) 6 : 

1.20 (12H, d, J = 6.8 Hz), 2.60 - 2.78 (8H, m), 
2.86 (2H, t, J = 6.8 Hz), 
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2.97 (2H, sept, J = 6.8 Hz), 3.21 (2H, s), 3.50 (2H. t, J = 6.8 Hz), 
3.81 (3H, s), 6.71 (2H, s). 7.22 - 7.31 (2H, m), 7.44 (IH, m). 
7.58 (IH, m), 8.45 (IH. br s). 

EIMS m/z (relative intensity): 510 (M*), 276 (100). 
TzM^^ : C28H38N403Si: LT 

sfnm : C, 65.85; H, 7.50; N, 10.97; S, 6.28. 
mmm C, 65. 80; H, 7.63; N, 10.71; S, 6.05. 

mmm 7 6 . . . . . 

2 - [4 - [2 - (^>-J:f^V--J-)l'-2--()l^^) l^^^i;>- 
- N- (. 4 - OLh ^ i^■t^:^7f> V - 2 , 6-i^i'V7'ot:;i/ 

: 108 - 109"C 
IR (KBr) cm-': 3440. 3276, 1673, 1497. 1455. 
•H-NMR (CDCI3) 6 : 

1.19 (12H. d, J = 6.8 Hz), 1.36 (6H, m), 2.60 - 2.78 (8H. m), 
2.85 (2H, t, J = 6.8 Hz), 2.97 (2H, sept, J = 6.8 Hz). 
3.21 (2H, s). 3.49 (2H. t, J = 6.8 Hz), 4.22 (4H, m), 
7.02 (2H, s), 7.22 - 7.31 (2H, m), 7.44 (IH, m). 
7.58 (IH, m), 8.53 (IH. br s). 

EIMS m/z (relative intensity): 632 (M"), 482 (100). 
Ttm^^ : C3 iH.sN406PSi: LT 
Wfmm : C, 58.84; H, 7.17; N, 8.85. 

mmm c 59. oo; h, 7.22; n, 8.79. 
mm0i 7 7 
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2 - [4 - [2 - i^>'Jyi-^VV-Jl - 2 - t^-^^i;>- 
l--r;i/] - N- (2. 6-i;'fvrot:;U-4-aih:i|ri/p!j;u#r:;i/p<5^;i/:t 

3-K^^>©f^t)t3 {3 rD^g^^ni^^U^^ffi ^,^TII^(6fi?! 7 5 i: |5l SI t S • 

: 118 - 120*C 
IR (KBr) cm"': 3330, 2939, 1766, 1662, 1499. 
'H-NMR (CDCla) 6 : 

1.18 (12H, d, J = 6.8 Hz), 1.32 (3H, t, J = 7.2 Hz), 

2.60 - 2.78 (8H, m), 2.84 (2H, t, J = 6.8 Hz), 
2.97 (2H, sept, J = 6.8 Hz), 3.20 (2H, s), 

3.49 (2H, t, J = 6.8 Hz), 4.29 (2H, q, J = 7.2 Hz), 

4.61 (2H, s), 6.73 (2H, s), 7.22 - 7.31 (2H, m). 
7.44 (IH, m), 7.58 (IH, m), 8.48 (IH. br s). 

EIMS a/z (relative intensity): 582 (M*), 363 (100). 
TcM^m : C3iH42N40sSi: LT 

: C, 63.89; H, 7.26; N, 9.61; S, 5.50. 

■. C, 63.94; H, 7.33; N, 9.57; S, 5.54. 

mmm i a 

2 - [4 - [2 - {^>'J^^'*)-v-)V - 2 - )\/^^) 

l-^r;!/] - N- [2, 6->''fvrDtr;u-4 - (2-aih^->ai5^;i/) it ^ 
M)^. : 92 - 95°C 

IR (KBr) cm": 3429, 3296, 1664, 1501, 1455. 
'H-NMR (CDCI3) 6 : 
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1,18 (12H, d, J = 6.8 Hz), 1.25 (3H, t, J = 7.0 Hz), 

2.60 - 2.78 (8H, m), 2.85 (2H, t, J = 6.8 Hz), 

2.96 (2H, sept. J = 6.8 Hz), 3.20 (2H, s), 3.49 (2H, t, J = 6.8 Hz), 

3.61 (2H, q. J = 7.0 Hz), 3.79 (2H, t, J = 5.5 Hz), 

4.13 (2H, t, J = 5.5 Hz), 6.74 (2H, s), 7.22 - 7.31 (2H, m), 
7.44 (IH, m), 7.58 (IH, m), 8.46 (IH, br s). 
EIMS m/z (relative intensity): 568 (M*), 405 (100). 
TC^^tff : Cs iH44N404Sii LX 

: C, 65.46; H, 7.80; N, 9.85; S. 5.64. 
^SHiit : C, 65.42; H, 7.75; N, 9.73; S, 5.68. 

mmm i 9 

N- [2 - [4 - [2 - (^>V^:^r-t^-V-;i/-2-'f>»l/5":d-) tf^^ 

'Jy - I - -N' - (2, Q - ^ X3 \^ )v y :jl - )\,) 

1 - ( 2 - b K D :^>>3i^;i/) (2.60 g, 20 mmol) CDT-fe h — h 

U>»1^ (35 ml) mmiz, ^m:^ V O Ix (3.04 mg, 22 mmol) ^iX\X. ^Ki^TX' 
n D T-{r h - h U ;i/ § (1.51 g, 20 mmol) SrvlT L fee ^iST- 3 0 ^mW. 

mL. mm^i^ V ti ^ a h y ^ - (i- >; *y;noog, mmmm •, 

!7UU7n)VA : T > ^-Tia^n ^^y->»l/ = 20: 1^10:1) 

4 - (i-Ty^f^;!/) t^7>'>-l-3i<$'y-;u 3.20 g(iR-^. 95%) ?feff fe. 

*mfbU UT)V X AT H F?gM (20 ml, 20 mmol) >^^^ 
Tx 4 - (vT/^5^;i/) br^^>^>-l-ai<57y-;i/ (1.69 g, 10 mmol) ® 

THF (20 ml) mm^^K^TX')mx.mux- 5 ^mmw'^. 9 0 ^mmmmm. 
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■ 4 - f^^v>-l-3i^y — ;i.©/7pD7^;uA (20 ml) 

i^miz. ^UX'. V^>T>m2 , 6 - i^-'f V r D 7 X - (2.03 g, 10 
mmol) 0^uu-;ti)VA (20 ml) }g?^$?STL. 5 ^ }t JfT -1) o ZCD&Jtm 
^^JETMt^Ls BM^i^ V ti ^ )V a h y ^ — ( U * ;H00g, m 
^^i^ ; ^ u a -^n l^-^ ^ a a •!ts )U A : T > "f: — Tm^ ^ ■f' — )i = 2 0 :1 
) X-mmLN- [2 - [4 - ( 2 - \i h' a ^ ^> x.^ )l) -f-^^v>-l-^' 

- N' - (2, 6-i;'^'vrptr;i/7i^;i/) s^:^ 2.03 g(iK 
¥ 54%) T-ftto 

JiiT^ N- (2, 6-S^'i'V7'Dt;i/73ir:;i/) - 2 - [4 - (2-tHD 
:^i^jif^;i,) i^^5i;>_i_^;,,] T-tbT^KCf^iDfJtZN- [2 - [4- 
(2-tKD=\^i/ai^;i/) - N' - (2, 

: 152 - 153°C 
IR (KBr) cm"': 3345, 3276, 1633, 1500. 
'H-NMR (CDCI3) <y : 

1.19 (12H, d, c/ = 6.8 Hz), 2.22-2.38 (lOH, m), 

2.70 (2H, t, J= 7.1 Hz), 3.25 (2H, q, J= 5.6 Hz), 

3.30 (2H, sept, J= 6.8 Hz), 3.41 (2H, t. J = 7.1 Hz), 

4.90 (IH, t, J= 5.6 Hz), 5.68 (IH, br s), 7.19-7.35 (5H, m), 

7.43 (IH, m). 7.59 (IH, m). 

EIMS m/z (relative intensity): 509 (M*), 227 (100). 
7C^:9-*ff : CzBHasNsOzSi: L T 
MiWm : C, 65. 98; H, 7.71; N, 13.74; S, 6.29. 
nmm : C, 65.98; H. 7.63; N, 13.60; S, 6.24. 

mmm s o 

N- [2 - [4 - [2 - T:^ I - 2 - J\^^:ir) ^ y 
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i/'y-l-^r;!/] xf^;!/] -n' - (2, 6 - ^ v y a \^ )], y :^ - }v) mmco 
2 - :^ y h ^ > 'J ^ V 'J — )\y<D i^t> >:) iz 2 - ^ JU y h ^ y X ■< I V 

Mfk : 120 - 122'C 

IR (KBr) cm"': 3329, 3280, 1632, 1567. 
'H-NMR (CDCla) 6 : 

1.20 (12H, d, J = 6.1 Hz), 2.49-2.53 (lOH, m), -2.86-2.89 (2H, m), 
3.11-3.15 (2H, m), 3.24-3.39 (4H, m). 4.81 (IH, t, J = 5.0 Hz), 
5.70 (IH, br s), 7.14-7.20 (2H, m), 7.23 (IH, d, J = 8.6 Hz), 
7.23 (IH. d. J= 6.8 Hz) ,7.35 (IH, dd, J= 8.6, 6.8 Hz). 
7.43-7.56 (2H. m). 

EIMS m/z (relative intensity): 508 (M*), 156 (100). 
7C^i5?-*f : C0BH4oNeOSi: LT 

tt^ffi : C, 66.11; H, 7.92; N, 16.52; S, 6.30. 
mmiM : C, 65.87; H, 8.02; N, 16.32; S, 6.26. 

mmm s i 

N- [2 - [4 - [2 - {^>V'^Tv'-Jl-2--(Jl^^7t-) 

>-l-'f;i/] - N' - (2, 6-i?-fV7-oi^;i/7jc-;i^) mm(Dm 

m : 

2 - A ti y h ^ > 'J yir ^ 'J — Jl(D i^t> fo 2 - ^ ii y V ^ > 'J ^ T 'J - 
M}k : 147 - 149'C 

IR (KBr) cm"': 3327, 3260, 1632, 1567. 
'H-NMR (CDCla) 6 : 
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1.18 (12H, d, J= 6.8 Hz), 2.25-2.38 (lOH, m), 

2.70 (2H, d, J = 7.1 Hz), 3.25 (2H, q, J =5.9 Hz), 

3.30 (2H, sept, J= 6.8 Hz), 3.46 (2H, t. J = 7.1 Hz), 

4.91 (IH, t, J = 5.9 Hz), 5.67 (IH, br.S), 7.20 (IH, d, ^ = 8.4 Hz), 

7.20 (IH, d, J = 7.3 Hz), 7.26-7.34 (2H, m), 

7.42 (IH, td, J= 8.1, 0.8 Hz) , 7.76 (IH, dd, J= 8.1, 0.8 Hz). 
7.86 (IH, dd, J = 8.1, 0.8 Hz). 

EIMS a/z (relative Intensity): 525 (M"), 293 (100). 
7C^r^*f : C2 8H3»NsOS2i: LT 

sirnm : C, 63.96; H, 7.48; N, 13.32; S, 12.20. 

C, 63.82; H, 7.51; N, 13.14; S, 12.27. 

mmm s 2 

N - [2 - [4 - [2 - (7-p<b=Ji^i/*;i/;t?-;i/^>^y3f-^-y-^/ — ;i/-2-^ 
i^^^ iy > - 1 - ^ )\,} - N' - (2, G-S^-fV^ 

D \^jvy a: - ;u) mmomm 

^ )v ti r V y ^ w' - )v ^ m^^xnmm 1 9i:i5i^{-sjfS-«aJit. n 

: 186 - 188°C 
IR (KBr) cm-': 3414, 3349, 1718, 1668, 1508. 
'H-NMR (CDCI3) 6 : 

1.18 (12H, d, J = 6.8 Hz), 2.24-2.37 (lOH, m), 
2.72 (2H, t, J = 7.0 Hz), 3.25 (2H, q, J = 5.4 Hz), 
3.30 (2H, sept, J= 6.8 Hz), 3.44 (2H, t, J = 7.0 Hz), 
3.99 (3H, s), 4.88 (IH, t, J= 5.4 Hz), 5.67 (IH, br s), 
7.20 (IH, d, J= 7.1 Hz), 7.20 (IH, d, J = 8.3 Hz) , 
7.32 (IH, dd, J= 8.3, 7.1 Hz), 7.35 (IH, t, J = 7.8 Hz), 
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7.77 (IH, dd, J= 7.8, 1.2 Hz), 7.88 (IH, dd, J= 7.8, 1.2 Hz). 

EIMS m/z (relative intensity): 567 (M*), 146 (100). 

7C^:^W : C30H4 iNsO-iSi: L r 

tf^# : C, 63.47; H, 7.28; N, 12.34; S, 5.65. 

HSIfi : C, 63.53; H, 7.25; N, 12.10; S, 5.59. 

mmm s 3 

N- [2 - [4 - [2 - i-^^^-Ju [4. 5-b] \: 'J > - 2 - )V ^ ^ ) 

i:i;u) S^Ol^jg : 

2 - A V ^yJ:^ ^^^J- )\^O^j^t> ^ \Z2 - )Vtiy ^^-J u [4, 

5-b] If ij i'->§ffll>-C^Jtet?!l 7 9 i: Pi^trSjtS • Mil gft^ib^^^^fe 

: 175 - 176-C 
IR (KBr) cm-': 3385. 3313, 1660, 1541. 
'H-NMR (CDCI3) 6 : 

1.19 (12H, d, J = 6.8 Hz), 2.25-2.38 (lOH, m), 

2.73 (2H, t, J= 7.1 Hz), 3.25 (2H, q, J = 6.1 Hz), 

3.30 (2H, sept, J= 6.8 Hz), 3.49 (2H, t, J = 7.1 Hz), 

4.90 (IH, t, J= 6.1 Hz), 5.69 (IH, br s), 

7.18 (IH, dd, J= 8.1, 4.9 Hz), 7.21 (IH, d, J = 8.6 Hz), 

7.21 (IH, d, J = 6.8 Hz), 7.33 (IH, dd, J= 8.6, 6.8 Hz), 

7.69 (IH, dd, J= 8.1, 1.5 Hz), 8.46 (IH, dd, J= 4.9, 1.5 Hz). 

EIMS a/z (relative intensity): 510 (M*), 97 (100). 

Ttm^^ : C2-H38N602Si: LT 

: C, 63.50; H. 7.50; N, 16.46; S, 6.28. 
^Hffl : C, 63.63; H, 7.50; N, 16.16; S, 6.21. 



- 129 - 



wo 98/54153 



PCT/JP98/02300 



mmm 8 4 

4 - [4 - [2 - (^>v:t^+^v-;i/-2-'f;b^^) tr^7i/*>- 
l-l";!/] - N- (2, 6-i;^'V7-Dtr;P7ir:;i') :/5";i/7'^KCD^ii: 

2 . 6 - i^-r V r □ t^PT - U > (1.77 g, 10 mmol) ©^nD;t^;i.A (30 m 
1) jg^Stc. hUx^;i/7'^> (1.11 g, 11 mmol) ^m^. <*Vn T-tSK^^TT' 4 
- :^D^ K^T-D 5 K (1.95 g, 10.5 mmol) ^ < tmr 2 O^rSK 
BLtzo Rlt^^^^7kX'^m.L ^ u o T^JV A-T^mm, LTzo W^S^O. 5NHC 

120 g. ilPI^J^ j's^-y-^ : T± h >=7 : l->5 : 1) T-#g^b. 
nt^tltzm^^^-^^"^ > -T-i^ h >i!fi i^nt^mL. 4-rD^-N- (2, 
6 - v-W y r D t;i/:7 ^ - ^ K 2.06 g (iR^ 63%) ^MStl 

C <Z) T 5 K (655 mg, 2 mmol ) ill - [2 - ('<.>v':3t-:^-y-v* — ;i/-2--< 
Ji^^H t'^^ > • 2 h 'J 7 Pp^^ (983 mg, 2 mmol) CD 7" 
h - h V Ji' (15ml) ^?«t;j^^:*7 U ^7 A (1.11 g, 8 mmol) SSn^. ^ST* 

mm:i^^)iX'mti!,i.rzo ^mm^7K. mmMm7i<.X'mikikr^L. mm± h vt? 

Af|£^^. vgftS^g^Lfec >- 'J * >y;i.* ^ A ^ D V h y V 7 Y - 

(-> U 75 g. mm^m ; ^ o d ;};;1/A : p< ^ y -;i/= 2 5 : 1 i7 a 

: ry^zzTfi^my' ^ ^-jv i o : i) x-mm l> m/^ntzmti^m^ 

T-b h>-ai-7^;i.--\^-b->A^ ^Sl®^ gfi«j<b^#J 117 mg (JRs^ 12%) 

^M^^m t {.xmrzo 

m.}^ : 134 - 136°C 

IR (KBr) cm"': 3432, 3290, 1652, 1500. 
'H-NMR (CDCI3) 6 : 

1.12 (12H, d, J = 6.8 Hz), 1.77-1.82 (2H, m), 

2.34-2.41 (6H, m), 2.50-2.52 (6H, m), 2.75 (2H, t, J = 6.8 Hz), 
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3.08 (2H, sept, J= 6.8 Hz), 3.46 (2H, t, J = 6.8 Hz), 
7.10 (2H, d, J = 7.6 Hz), 7.20 (IH, t, J = 7.6 Hz ), 
7.25-7.32 (2H, m), 7.53-7.58 (2H, m). 8.72 (IH, br s). 
EIMS m/z (relative intensity): 508 (M*, 100). 
TC^^tff : C2.H4oN402Si: UT 
tf^ft : C, 68.47; H, 7.92; N, 11.01; S, 6.30. 
"mmU : C, 68.31; H, 8.03; N, 11.25; S, 6.26. 

nmm 8 5 . " ■ 

2 - [4 - [2 - { 1 - V ^) y U ^ )]/ ■>^> -^f ^ — ))/ - 2 - )\/ ^ :^ ) 
> - 1 - Ji2 - N- (2. 6 -iy^ vrn l^Jiy t 

2 - h 'J 7 D p{ 7 i y — ;i/ (4.86 g, 30 mmol) CDTHr h h u ;i/ 
(60 ml) ^^\z.m.:^^m. (3.30 g, 33 mmol) ii^SS^^ (2.05 g, 33 mmol)$r 

= 5 : 1) T-JBtlL. 2-i^hD-6-h';7;U:rDp<5^;i/7a:y-;u 2.1 g 
(m^ 33%) $5?J?SfeJg^Ji LTf#:feo 

h Oi^ (2.0 g, 9.65 mmol) (D ^ ;i/ (60 ml) 1 0 % 

v't^ s; It; (1.0 g) ^mX. 7k^#H^T. MST- 5 i^r^m*t Lfco 

}V:tDji^)iyjLy-A 1.70 g (JiK^ 99%) ^^^U^l^^t LXmtzo 
C $ y 7 jc y — ;i/ (1.70 g, 9.6 mmol) ©n:^ y - ;u (30 ml) ^rSt^ 

5^5":tj^^o - u ^7 A (1.68 g, 11 mmol) ^im^. 1 emmuommm 
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-ji^Vtirh-l- h V y Ji^t D ;i ^j\/^>^J:t ^V-'J — )V 1.78 g (iR^ 81%) 

2 - )\/ ij y h ^ > ^ ^ — )V(D Vtt^ iz 2 - ^ jl :b y h - 7 - h ^) y Jl 

^ V ^ ^ ji ^ > ^ ^ V V - )v ^ m ^^mmm i tmrni^Rnt^ - mmL. Effoit 

: 135 - 137-C (d.) . - - . 

IR (KBr) cm-': 3433, 3229, 1664, 1505. 
•H-NMR (CDCI3) 6 : 

1.21 (12H, d, J = 6.8 Hz), 2.64-2.68 (4H, m), 

2.71-2.75 (4H, m), 2.86 (2H, t, J = 6.8 Hz). 

3.00 (2H, sept, J= 6.8 Hz), 3.21 (2H, s). 

3.50 (2H. t, J = 6.8 Hz), 7.18 (IH, d, J = 8.3 Hz), 

7.18 (IH, d, J = 7.1 Hz). 7.29 (IH, dd, J= 8.3, 7.1 Hz), 

7.38 (IH, t, J= 7.8 Hz), 7.48 (IH, d. J = 7.8 Hz), 

7.76 (IH, d, J= 7.8 Hz), 8.59 (IH, br s), 

EIMS m/z (relative intensity): 548 (M*), 261 (100). 

TC^^Hf : C2BH35F3N402Si: LT 

M»m : C. 61.30; H, 6.43; N. 10.21; F. 10.39. 

mmm c. 61.31; h, 6.41; n. 10.15; f, 10. i6. 

2 - [4 - [2 - (7-h'J7;i/::i-D>^;i/^>V5i-^-y-v-;i/-2-'f;i/^;r) 

t^^i;>-i-^;i,] _N - (2. 6-5;'rV7'Dl^;i/-4-^h^ 
i^y T-bhT^KOSSjg: 

1 - ( 2 - t K D i^i5^;i^) > (1.43 g, 11 mmol) tZ-ya^ 
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-N- (2, 6-':^'fVrDtr>ll'-4-tKD^i^7ai-;i') T± h T \^ (D 
T-iz h - b V )l (50 ml) ^^mizm.l^i3 U A (1.52 g, 11 mmol) ^im^. ^ 

l.tzo m^m^T-t V >i:^=¥-tJ->A^c,SJigS 2 - [4 - (2-tKD:J^ 
t^^i5>-l->r;i^] -N- (2, 6-v-fvrDi^;u-4-t 
K D :^r-> 7 T-t b T 5 K 2.5 g ( IR ^ 69%) ^ LXmtzo 

d ©T-b h 7 5 Hf*^ (640 mg, 1.76 mmol) ^l/iLT-fe h:^ h U^b 

(1 : 4) (10 ml) CN, N - i;>r V 7*D't:;i/i^;UT ^ > (0.43 

ml, 2.46 mmol) ^JaU. h U ^ ^ ;U U ;u S^* T ^ ^S' > (1.23 ml, 2.46 mmo 

1) ^tstl. 1 2\^mmni.tzo mm^^^Lm^ti^mmizzNyi^miti- 

(2 - M v V ^ 'J y - 1 - ^ )],-\ - N- (2, e-i^'-fvrD 

tr;i'-4 - ^ h xii;i/) r-t hr^ K. sso mg (jr* 83%) ^m^m^h 
x^xntzo 

z:0T-fehT5K52 - [4 - (2-tb-D^ixji5=-;i/) i^y - 1 - 

-i Jll - N- (2, 6-i-*-l'V7'Dt:;i/7a:-;i/) 7--trhT5,KCDftt)!3{Zffl 
I'^s ^JiEfi^ 8 5 i: [5lti{iSf& • Ls @ ft^fb-&#> ^ Sftfiti-H^^ i: U T ^# fc o 
ill^ : 122 - 123'C 

IR (KBr) cm-': 3471, 3266, 2961, 1633, 1603. 
'H-NMR (CDCI3) 6 : 

1.18 (12H, d, c7 = 7.0 Hz), 2.64-2.69 (4H, m), 2.69-2.74 (4H, m), 
2.86 (2H, t, J= 7.0 Hz), 2.97 (2H, sept, J= 7.0 Hz), 

3.19 (2H, s), 3.50 (2H, t. J = 7.0 Hz), 3.81 (3H, s), 

6.71 (2H, s), 7.38 (IH, t, J = 7.8 Hz), 7.47 (IH, d, J = 7.8 Hz), 

7.75 (IH, d, J= 7.8 Hz), 8.45 (IH, br s). 

EIMS m/z (relative intensity): 578 (M*), 111 (100). 
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TC^^^f : C2»H37F3N403Sii LT 

s^mm : C, 60.19; H, 6.44; N, 9.68; F, 9.85. 

mmm c, 60.43; h, 6.49; n, 9.53; f, 9.57. 
mmm 8 7 

2 - [4 - [2 - (7 - h U y a ;< ^ Jl-<> v'^ ;u - 2 - -{ 

- N- (2. e-i^^-vrDt^b-S-nhD 

(2. 6->'-fyrotr;i/73in";u) T-fehT$b-0f^t)O 
{w2-:rD^-N - (2, 6-i^-fV7"nir;i/-3-nhD7i-;i/) t± hT 

ll!;^. : 115 - 117°C 

IR (KBr) cm"': 3441, 3294, 1665, 1526, 1506. 
'H-NMR (CDCI3) 6 : 

1.21 (6H, d, J= 6.9 Hz), 1.33 (6H, d, J = 7.1 Hz), 
2.64-2.69 (4H, s), 2.72-2.76 (4H, m), 

2.86 (2H, t, J= 6.8 Hz), 2.99 (IH, sept, J= 6.9 Hz), 

3.22 (2H, s). 3.25 (IH, sept, J =7.1 Hz), 3.50 (2H, t. J = 6.8 Hz), 
7.30 (IH, d, J= 8.5 Hz), 7.38 (IH, t, J = 7.8 Hz), 

7.47 (IH. d, J= 8.5 Hz), 7.48 (IH, d, J = 7.8 Hz), 

7.76 (IH, d, J = 7.8 Hz), 8.80 (IH, br s). 

EIMS a/z (relative intensity): 593 (M*), 375 (100). 

TcM^^ : C2 8H34F3Ns04Si: LX 

BfWm : C, 56.65; H, 5.77; N, 11.80. 

mmm C, 56.66; H, 5.85; N, 11.75. 

mmm 8 8 
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2 - [4 - [2 - (7-hU7;i/:tD^f-;i/^>'^7^:^+?-'/-;i/-2-'i';L/5^:r) 

i^^^i7>-i-^;i.] - N- (2, - 6- ^ 

^ Jly - 3 - \^ V Jl'l T ± h T I V (D§k& : 

2-^D^-N - (2, 6-S/--fVrDt:;U7in;i,) T-thr^KCDft^3t) 
{z2-:rD^-N - [2, 4-t:x - 6- ^f^;i/-l^iJS/->-3 

Mf^ : 153 - 155°C(d.) 

IR (KBr) cm"': 3437. 3280. 1653, 1505. - - 

•H-NMR (CDCI3) S : 

2.42 (3H. s), 2.50 (3H, m). 2.52 (3H, s). 2.65-2.70 (4H. m), 

2.73-2.78 (4H, m), 2.86 (2H, t, J= 7.0 Hz), 3.19 (2H, s), 

3.50 (2H, t, J = 7.0 Hz), 6.67 (IH, s), 7.37 (IH, t, J= 7.8 Hz), 

7.47 (IH, d. J= 7.8 Hz), 7.76 (IH, d, J = 7.8 Hz), 8.55 (IH, br s). 

EIMS jb/z (relative intensity): 571 (M*), 354 (100). 

TcM^^ : C24H28F3Ns02S3 h LT 

tf^ffl : C, 50.42; H, 4.94; N, 12.25. 

nmiM : C, 50.49; H, 4.98; N, 12.14. 

8 9 

2 - [4 - [2 - (7-bU7;i/:;tOp<f^;i/^>V3r^-9-V'->>l/-2-i';i'f^3j-) 
t'^5i;>-l-'f;i/] - N- [2, 4-t;^ (x^^l^^^-^l-) - 6- ^ 

2->'n^-N-(2, e-i^-Y v':7' Df;U7i:::;U) T-tr hT^: K©ftt)D 
(c2-rD^-N - [2, 4-b-^ (if-;i.5^:j-) - 6- ^5=-;i.-3-t'Ji;';i'] 
T-t h T ^ h' ^fflV^T^^IS«^ 8 5 i: lal^iZS/^; • MS Ls i fl^J 'fb ^ tl S: M 

: 107 - 108'C 
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IR (KBr) cm-': 3438, 3298, 1702, 1505. 
'H-NMR (CDCla) 6 : 

1.32 (3H. t, J = 7.3 Hz), 1.35 (3H. t, J = 7.3 Hz), 

2.47 (3H. s), 2.64-2.71 (4H, m), 2.73-2.79 (4H. m), 

2.86 (2H, t. J= 6.8 Hz), 2.93 (2H, q, J= 7.3 Hz), 

3.16 (2H, q, J= 7.3 Hz), 3.19 (2H, s), 3.51 (2H, t, J = 6.8 Hz), 

6.70 (IH, s), 7.37 (IH, t, J= 7.8 Hz), 7.47 (IH. d, J= 7.8 Hz), 

7.76 (IH, d, ^= 7.8 Hz), 8.52 (IH, br s). 

EIMS m/z (relative intensity): 599 (M*), 538 (100). 

7cl^^*f : C26H32F3Ns02S3 L t 

: C, 52.07; H, 5.38; N, 11.68. 
nmrn : C, 52.16; H, 5.43; N, 11.59. 

mmm 9 0 

2 - [4 - [2 - (7-h•J7;^;tP^5^;^^>^^:r^-y•^/-;^-2-'r;^f^2^) 

i?>- 1 -N- [2. 4 - \^ X ( ^ V T a \^ }l ^ yj- ) - 

- (2, 6 - 'J ^ V y D )V y a: =. ;i) T h T = ]^ (D t^t> 

C2-rD^-N - [2, 4 - (-fvrntr^i/f-;?)-) - 6- ^^;i/-3-tr 

IR (KBr) cm"': 3434, 3312, 1702, 1506. 
'H-NMR (CDCI3) <y : 

1.35 (6H, d, J= 6.8 Hz), 1.36 (6H, d, J= 6.8 Hz), 

2.46 (3H, s), 2.65-2.71 (4H, m), 2.73-2.80 (4H, m), 

2.87 (2H, t, J = 7.0 Hz), 3.18 (2H, s), 3.50(1H, sept, J= 6.8 Hz), 

3.51 (2H, t. J = 7.0 Hz), 4.02 (IH, sept, J= 6.8 Hz), 6.75 (IH, s), 

7.37 (IH, t. J= 7.8 Hz), 7.47 (IH, d, J = 7.8 Hz), 
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7.76 (IH, d, J = 7.8 Hz), 8.51 (IH, br s). 

EIMS w/z (relative intensity): 627 (M'), 111 (100). 

mmm 9 1 

2 - [4 - [3 - (7-V^)y)Vyi-U;i^}l^>-J:t^V-'J-)l-2-^)]/^:i-) 
rot;!/] - 1 - ^ )U2 -N- (2. 6-i?-fvrDtr;i/7i^ 

* D p< 5^ ^y;r=^-t>-v^ THiiB^^ 1 3 tm ¥^ ' mmL. 

Ski^ : 77 - 79-C 

IR (KBr) cm-': 3447, 3276, 1661, 1503. 
'H-NMR (CDCI3) 6 : 

1.21 (12H, d, J = 6.8 Hz), 1.89 (2H, quint, J= 5.9 Hz). 

2.02 (2H, quint, J= 6.8 Hz), 2.68 (2H, t, J = 6.8 Hz). 

2.74-2.78 (4H. m). 2.92-2.96 (4H, m). 3.02 (2H, sept, J= 6.8 Hz), 

3.35 (2H, s), 3.39 (2H, t, J= 6.8 Hz), 7.18 (2H, d, J= 8.1 Hz), 

7.28 (IH, t, J= 8.1 Hz), 7.37 (IH, t, J= 7.8 Hz), 

7.47 (IH, d, J= 7.8 Hz). 7.75 (IH, d, J = 7.8 Hz). 

8.77 (IH, br s). 

EIMS a/z (relative intensity): 576 (M*), 153 (100). 
TvM^m : C3oH3.FaN402Si: LT 
t\rWB : C, 62.48; H, 6.82; N, 9.71; F, 9.88. 
nmiM : C, 62.56; H, 6.85; N, 9.69; F, 9.71. 

mm0i 9 2 

2 - [4 - [2 - i7-T±'^)l^>'J:t^V-'J — ;V-2-^Jl^:^) jl^ ji} 
l^^7i;>-l--r>»l/] - N- (2, 6 - -( V ^ U \^ )V y - ) T 
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h- D^i^T-t Yy 3^ J y (113 mg, 0.75 mmol) tD^ ^ J 
(10 ml) mmz.^J ^ :i - O - ^) ^ (241 mg, 1.5 mmol) ^ 

iPx.. 1 6 ^F^ips?iii§St u;to S*SM*il*iL. ;?k (20 ml) $ljn^, #1I^T- 
pH3-4{rLAco «ftBt>$:i!gmb. Mffi T T' *nil?H£^ L . 7 - T -t - 2 
r h V^dF-b- v-;i/ 134 mg (iK^^ 92%) Sit L Tfffeo 

JilTs 2-;-<;P:^jrh^>v-^^+fV' — ;i/®i-<;t3t){3 7- 7'-fe5^;i/-2-^ 

: 137 - ise-c 

IR (KBr) cm-': 3432. 3,291, 2961, 1688, 1505. 
'H-NMR (CDCI3) 6 : 

1.21 (12H, d, J = 6.8 Hz), 2.64-2.69 (4H, m), 

2.73-2.77 (4H, m), 2.78 (3H, s), 2.87 (2H, t, J = 6.8 Hz). 

3.01 (2H, sept. J= 6.8 Hz), 3.23 (2H, s), 3.53 (2H. t, J = 6.8 Hz), 

7.19 (2H. d. J= 7.8 Hz), 7.29 (IH, t, J = 7.8 Hz), 

7.37 (IH, t, J= 7.8 Hz). 7.77 (IH, dd, J= 7.8. 1.2 Hz), 

7.82 (IH, dd, J= 7.8, 1.2 Hz), 8.60 (IH. br s). 

EIMS w/z (relative intensity): 522 (M*), 314 (100). 

7C^^*T : C2 9H3 sN^OaSi: t T 

C, 66.64; H, 7.33; N, 10.72; S, 6.13. 

mmm c 66.57; h, 7.34; n, 10. 70; s, 6.19. 

mmm 9 3 

2- [4- [2- ( 7 - > v";r =^r-y-^/-;u- 2 - ^ ;i/^;j-) aL5^;i/] 

ir^vi;>-i->f;i/]-N- (2, 6-i;i'v7-Dtr;i/-4-yh^i^7xri 

2 - [4 - (2-tKD:^i/x5^;i,) ir^vi;>-l-i';i/] - N- (2, 6 
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Vyv \^)iy T h T K V (Dftt> >:) IZ 2 - [4 - (2-tKD:^ 

h:^^v>-i--i';i/] - N- (2, 6-i;=-i'vrDt:>'i/-4-^h 
M}^ : 185 - 186-C 

IR (KBr) cm-':3454, 3270, 2961, 1686, 1657. 

'H-NMR (CDCI3) 6 : 

1.19 (12H, d, J = 7.0 Hz), 1.43 (3H, s), 2.65-2.69 (4H, m), 
2.72-2.77 (4H, m), 2.87 (2H, t, J =6.7 Hz), 

2.98 (2H, sept, J =7.0 Hz), 3.21 (2H, s), 3.53 (2H, t, J = 6.7 Hz). 
3.81 (3H, s), 6.71 (2H, s), 7.37 (IH, dd, J= 8.0, 7.8 Hz), 
7.77 (IH, d, c7= 8.0 Hz), 7,82 (IH, d, J = 7.8 Hz), 8.46 (IH, br s). 
EIMS m/z (relative intensity): 552 (M*), 318 (100). 

mmm 9 4 

2 - [4 - [3 - (7-7'-b5=-;i/--ov:t*-y-v' — ;i/-2-'f;i/9^>j-) rDh:;i/] 
5^^t'^^>'>-l-'i';i/] - N- (2, e-i^-rvrpt^^l/^o^n;!/) r-bh 

2 - )i :h y h ^ > y ^ V- V — )V (D Kt> ^ iz 7 -T-t^ )V- 2 - 
illife : 86 - 88''C 

IR (KBr) cm"': 3425, 3303, 2960, 1687, 1658. 
'H-NMR (CDCI3) 6 : 

1.21 (12H, d, J = 6.8 Hz), 1.87-1.93 (2H, 1), 
2.00-2.06 (2H, m), 2.67-2.70 (2H, m), 2.46-2.78 (7H, m), 
2.92-2.96 (4H, m), 3.03 (2H, sept, J= 6.8 Hz), 3.35 (2H, s), 
3.41 (2H, t, J= 7.0 Hz), 7.18 (2H, d, J = 7.6 Hz), 
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7.28 (IH, t, J= 7.6 Hz), 7.37 (IH, t, J= 7.8 Hz), 

7.77 (IH, dd, J= 7.8, 1.2 Hz), 7.82 (IH, dd, 7.8, 1.2 Hz), 

8.75 (IH, br s). 

EIMS m/z (relative intensity): 550 (M*), 84 (100). 
7C^^*f : Ca .H42N403Si: LT 

.• C, 67. ei; H, 7.69; N, 10.17; S, 5.82. 

: C, 67.37; H, 7.62; N, 10.18; S, 5.73. 

9 5 - - . 

2- [4 - [2 - (7-tert-:r5^;i./K>V^:t^-y-\/ — ;i/-2-'r;i/^3|-) 
t-^^vv-l-d-;).] - N- (2, 6-i^WvrDi^;i,7:cn;u) t 
-b h T 5 KCDMii : 

2-tert-r-^;i/7jiy-;i/ (2.00 g, 13.3 mmol) cDT-fehJ^h'J^u 
(30 ml) mm^zmT^mm. (I.35 g. 13.3 mmol) h^mmm (13. 3 mmol) 5:0 

V h :7 - (S^ <; *>y;i.60 g, JlgflvgjrS ; -^^^y : :F-b h > = 3 : i ) 
t?!W^L. 2-tert-::^-9=-;i/-6-:^)-D73iy — ;u 600iDg(JiK^ 23%) 

C®rihD7jiy— ;u (316 mg, 1.62 mmol) ©ai ^ y — ;i/ (20 ml) ^r«l3 
1 0 %>'^7 i-'-i? A^^ftfeii (250 mg) SJbDx.. 7km»iamT. MiST- 1 2 D^^ 

t e r t - :7 5-;i/:7 X y 260 mg (iR^ 97%) ^m^^^^ut Lxmtzo 
^ - ^ ^ — ''^ (227 mg, 1.37 mmol) ® y — ;b (10 ml) jgrtt^ i^* 5=- 
^K- U A (242 mg, 1.51 mmol) SiJOx.. 8 B# An llll jl »ft L o 
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y ^ — ( V U ti^)l20 g, mm^P^ ; : T-b h > = 4 : 1 ) X-m 

iULs 7-tert-r^>)l/-2-;<;i/*7"h-^>v:2r^+^^7 — ;!/ 124ig(lR 

m 44%) ^Mfei^si: Lr^f fee 

2 - ^;i/*7"h'<>^^:t:5i=--b-V*-;i/®ftt>D{3 7 - t e r t - y^jv - 2 - p< 
r b ^> =5Flf v^-;i/ =£:fflv^Ti^SS^« 1 i: Pl^tdRjES • MS afltj^b 

iti^ : 138 - 140°C 

IR (KBr) cm"': 3431, 3286, 2961, 1664, 1503. 
•H-NMR (CDCI3) 6 : 

1.21 (12H, d, J = 6.8 Hz). 1.46 (9H, s), 2.63-2.68 (4H, m), 

2.73-2.77 (4H, m), 2.86 (2H, t, J = 7.0 Hz), 

3.00 (2H, sept, J= 6.8 Hz), 3.22 (2H, s), 

3.49 (2H, t, J= 7.0 Hz), 7.14 (IH, dd, J= 7.8, 1.2 Hz), 

7.18-7.23 (3H, b), 7.29 (IH, t, J = 7.7 Hz), 

7.44 (IH, dd, J= 7.8, 1.2 Hz), 8.61 (IH, br s). 

EIMS b/z (relative intensity): 536 (M"), 263 (100). 

Ttm-^y^ : C3 .H,^N402Sii UT 

ffWm : C, 69.37; H, 8.26; N, 10.44. 

nmiM : C, 60.53; H, 8.21; N, 10.41. 

2 - [4 - [2 - (7-tert-:r ^ ;w > v" ;r =ir it v - ;i/ - 2 - -f ;i/ ^ :t ) 
\^^^ > - 1 - 4 Jl] - N- (2,'4-t;^ (Ji^;^^":^) - 6- ^ 
- 3 -i^ ^) JV2 T ± h T ^ : 
2-;«<>»l/*rh-7 - h ') y )l :^ V ^ )\/ ^ > ^ ^ -J — }V O i^t) ^) IZ 7 - 

t e r t - :r^;^-2-^>'l/*:7•h^>^;;^-^•tJ•v*-;^$rffl^^Tll^iE0!I8 9 i:Pi 
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a*;^, : 115 - 117-C 

IR (KBr) cm"': 3430, 3327, 1699. 1504, 1479. 
'H-NMR (CDCla) 6 : 

1.32 (3H, t, J= 7.3 Hz), 1.35 (3H, t, J = 7.3 Hz), 
1.46 (9H, s). 2.47 (3H, s), 2.65-2.70 (4H, m). 
2.76-2.81 (4H, m), 2.87 (2H, t, J = 7.0 Hz), 
2.93 (2H, q, J= 7.3 Hz), 3.16 (2H, q. J = 7.3 Hz), 

3.20 (2H, s), 3.50 (2H, t. J = 7.0 Hz), 

6.70 (IH, s), 7.16 (IH, dd, J= 7.8, 1.2 Hz), 

7.21 <1H, t, J = 7.8 Hz), 7.44 (IH, dd, J= 7.8, 1.2 Hz), 
8.54 (IH, br s). 

EIMS a/z (relative intensity): 587 (M^), 381 (100). 

mmm 9 7 

2 - [4 - [2 - (5-^'DD-7-^vrotf;u-4-;><^;i/^>v:t^-b-*/ 
- 2 - ^ )]^^7ir) \^^^ > - 1 - ^ - N- (2, e-i/'-rv 

4-^^DD-2-'fvrDt:;p-5-^^;P7xy-;L' (1.84 g. 10 mmol) 

(DT-t h - h V )i (20 ml) r^mizm^E'^m (1.12 g, 11 mmoi) t^i^mm 

(693 mg, 11 mmol) ^ .0 °C T- L f# ti S 5g ^ T -t 5^ ;b 0 "C T L , 5 

■y-> : mit^^l^ y = 3 0 : 1^10 : 1) X-mWiLs 4-^DD-6-i'V 
7-Dt;i.-3-^5-;i,-2--hD7xy-;u 1.88 g (JR^ 83%) ^mn^m 

^tLxmrzo 

:L(D- Y ui^ (1.88 g, 8.18 mmol) (D^m (30 ml) mm\.zi^\^T xm.^ 

(6.4 g, 98 mmol) * 'j>s T ojox. /io immmn'^. ^iBm^zmm^^jv^ 
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m^^. ^m^^^L. 2 - T ^ y - 4 - ^ D o - 6 - 'f V r D ir ;»/ - 3 - p{ 5^ 
}vy jij 1.63 g (JK^ 99%) iWin^m^mt LX^tzo 

C CDT ^ y 7 a: y — (1.60 g, 8.0 DUBol) (D X. ^ y — ji (30 ml) m^^iz 
i^^:^mm O- A (1.60 g, 10 mmol) ^}}UX. 16 ^ Sn 51 Sfi 

W:. mm^^^Lrzo nm^:^iz^mL. 2 N^m^nut p h 3 - 4 t Lmm 
{i^vfj^ji 70 g. mmmm ; ^^'^> t±v> = 7 n xmm 

66 %) ;&^fi§ftit^i: LTff feo 

J^^iT^ 2-p<>»u*rh^>v*;!r:^-y^/ — ;i/®f^i3»3{r5 - ^?dd - 7-1' v 
rDtr;i.-2-^;i'*rh-4 - ^ ^ }i ^ > ^-^^ -J - ji murmMM 1 h 

a^fe : 162 - lea-c 

IR (KBr) cm"': 3436, 3290, 2963, 1660, 1505. 
'H-NMR (CDCI3) 6 ■: 

1.21 (12H, d, J = 6.9 Hz), 1.33 (6H, d, J = 6.9 Hz), 
2.52 (3H, s), 2.64-2.70 (4H, m). 2.73-2.77 (4H, m). 
2.85 (2H, t, J= 7.1 Hz), 3.01 (2H, sept, J= 6.9 Hz), 

3.22 (IH, sept, J= 6.9 Hz), 3.23 (2H, s), 

3.48 (2H, t, J = 7.1 Hz), 7.07 (IH, s), 7.19 (2H, d, J = 7.8 Hz), 

7.29 (IH, t, J= 7.8 Hz), 8.61 (IH, br s). 

EIMS a/z (relative intensity): 570 (M^^), 330 (100). 

TcM^m : C3iH43ClN402Si: LT 

tf^^t : C, 65.18; H, 7.59; N, 9.81. 
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: C, 65.19; H, 7.59; N, 9.83. 
Hffi^ 9 8 

2 - [4 - [2 - (4, 5. G - Y ^) ;l Y ^ i, - )i, - 2 - ^ 

^r) - N- (2, 6-i^*'i'v:7-Dt;i/7i^;i/) 

T-fe h T ^ KCDiSB : 

h U "^7 A (318 mg, 3.0 mmol) ®7K (5 ml) '^m{Z7k)\yy t 

(1.0 g, 6.0 mmol) ^tXi^. iP^j^S?^. jtKJ^T-effii^^^ h >J -i; A (414 m 
g, 6.0 mmol) ©7j< (1 ml) mm^1mX\ (1.25 ml) *}gTLMfe®SS 

h ^) f? Ix (1.1 g, 27.5 mmol) ®* (6 ml) 3 , 4 , 5 - h 

^ h^^>7 3iy-;i/ (921 mg, 6.0 mmol) ^mx. mmmm'^. »c?^TT-5fe 

fia«I:^«7KT*iliJ>:i5tr^ BKK V y a T-|£*i^. ^j«$r@iL. 2-T^ 

y-3, 4, 5-h>J^h^i^7jDy ffi^figigj 640 mg (JR^ 64 %) ^ 

/t o 

:l(DT % J y J — )\, (199 mg, 1.0 mmol) CDi ^ y — ;i/ (5 ml) tz i>* 
j^^ - O - aif^A* U A (321 mg, 2.0 mmol) -^iJaXs 16 ^F^inflfljl 
SitL/io L> 7jc (30 ml) SriDx.^ p H 3 ~ 4 {; Lfeo rr 

ai^*^*«iL. i^iETT-in^fg^^ ^ ^ y — ;i/ J: oi — > 

S^^bs 2-p<;i/*rh-4. 5, 6-h'J^h^v^-<>V~3j-^-»fV — ;i'15 
5 mg (IR^ 64 %) ^^^m^^^^h \.xntzo 

2-p<;p*7-h^>V;j-:^-y-v-;i'Oftt»Dtz 2-^;i/;b7'h-4, 5, 6 

M}^ : 126 - 129°C (d.) 
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IR (KBr) cm"': 3433, 3254, 2960, 1663, 1486. 
'H-NMR (CDCI3) d : 

1.21 (12H, d, J = 6.8 Hz), 2.62-2.67 (4H, m), 

2.72-2.77 (4H, m), 2.83 (2H, t, J = 7.0 Hz), 

3.00 (2H, sept. J= 6.8 Hz), 3.22 (2H, s), 

3.43 (2H, t, J= 7.0 Hz), 3.84 (3H, s), 3.88 (3H, s), 

4.32 (3H, s), 6.71 (IH, s), 7.18 (2H, d, J = 7.6 Hz), 

7.29 (IH, t. J = 7.6 Hz), 8.59 (IH, br s). 

EIMS a/z (relative intensity): 570 (M*), 126 (100)." 

7um^*f : C3oH42N40sSii LT 

WiWB : C, 63.13; H, 7.42; N, 9.82; S, 5.62. 

HjUS : C, 63.01; H, 7.35; N, 9.64; S, 5.51. 

9 9 

2 - [4 - [2 - (6, 7-t;^ (p<h:^i/*;i/^n;i,) ^>^/^i^p-y•^/_;^_ 
2--i';1'^3Mji5^;i/] i^^-7i'>-l-^';i/] -n - (2, e-i/'-rvrnt: 

3 - )! \^ D ^ - y ^ ^ )V (3.8 g, 18 mmol) (DT-t h ~ h (6 

0 ml) m^iz. MTi^mm (3.6 g,36 mmol) tmmmm (2.I6 g. 36 mmol) ^ 

V - y ^ )],m.i; ^ =^ )V h 3 - t KD:5f-i^-6 - - hD-7^;i/^v^5";i/©3 : 

2®?g^t> 4.34 g (JR^ 94%) ^n^MM^h \.xntzo ^tx^^mmwkt ^ 

Z(D-V np^ (4.3 g, 16.8 mmol) ®B^^x.^;i/ (60 ml) 1 0 

j^-^A^^^MJiE (2.5 g) >fein];?.^ Tk^nfflmTv mMX' 3mmmwLtzo 

m^-^y^ hMSiJL. (50 mi) 
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ML. i^^^mm - O - jiti V A (1.76 g, 11.0 mmol) ^Snx. 16^ 
2 - ^ J)^ tl y h ^ :t ^ V- V' - Jl 0 Kt> ^ iZ Z Z X m ^ tl tz 6 . 7 - \:: X 

( ^ }• ^i^-^ )V7n-j\,) - 2 - ?i jitir h ^>'j:i-^i)-'/—)\^^m\>^xmm0i 

gk;^, : 186 - 187-C 
IR (KBr) cm"': 3312, .2963, 1733, 1718, 1660. 
'H-NMR (CDCI3) 6 : 

1.21 (12H, d, J = 6.8 Hz). 2.60-2.78 (8H, m), 

2.84 (2H, t, J = 6.8 Hz), 3.00 (2H, sept, J = 6.8 Hz), 

3.21 (2H, s), 3.50 (2H, t, J = 6.8 Hz), 

3.92 (3H, s), 4.01 (3H, s), 7.18 (2H, d. J = 7.8 Hz), 

7.28 (IH, t, J = 8.3 Hz), 7.63 (IH, d, J = 8.3 Hz), 

7.89 (IH, d, J = 8.3 Hz), 8.59 (IH, br s). 

EIMS m/z (relative intensity): 596 (M*), 330 (100). 

ycBt9-«f : C3iH4oN40.Si: 

si»m : C, 62.40; H, 6.76; N, 9.39; S, 5.37. 

nmm c, 62. 21; h, 6.76; n, 9.37; s, 5.40. 
mmm 100 

2 - [4 - [2 - (6, 7 (^h^^r^^^;!/) ^ y ^ ^ - )\^ - 2 - 

JV^:t:\ t:'^^ix>-l->f;i/] -N - (2, 6 - i> -( V y u )i y 

xr:;i.)T-fehT$K®^ia: 

3 - t K □ dr-> 7 ^ JlBMTi^^ (5.0 g, 30.5 mmol) © i; ^ D n ai ^ > (60 
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ml) Sr-iSiw iV, TV-i;^ V 7"D = > (4.39 g, 34.0 mmol) ^Mx. 

^7k^^T. ^ □ D ^ — (2.57 g, 32.0 mmol) $:?iTbs 

m^l^mL 1 mmmWi^tzo ^IoIzN, JV-^^^ vro ^ > (2.2 

0 g, 17.0 mmol) t o xj ^ ^ ^ ^ jlj^ — y^ )v (1.28 g, 16.0 mmol) SrJnx. 

3-^h^i^^^)V:f^i^y^ J\^mM7km 6.3 g (iR^ 99%) 

^*^^■r•^ 3 - h ^'^)\y:t^i^ y -5^ )vmmpk^ (3.0 g, 14.4 mmol) © 
*ft7jC7^ h^t Kd7^> (100 ml) ^^St3j(K7|c^^a]T^ TKl^-fb U ^ AT;!/ ^ 
A (1.14 g, 30.0 mmol) ^{i>mi'^1mt. ^UlzML 1 2 f^mmi^ {.tzo 
— (300 ml) T-#f?L. tS ffi -fb T > ^ -i? A 7j< (3 ml) ^ bU 

iigMSrjg^Lx 3 - p< h $^p< - 1 , 2 - ^ > M > ^ y — 

)\^ 1.71 g (JR^ BOX) LT#fcc 
^>:^^•r• d d -etf — ;i/ (714 mg, 3.6 mmol) ©e^ ^ at $ 

K (10 ml) mm^Zykik^mT . 7X^<b:>- h U A (384 mg, 8.0 mmol) ^ Sn 
;ts 15 ^P^}tr# Ufco ^V^T. 3 - K ^ ^5^ > (1.13 g, 8.0 mmol) ^jbax.> 

-i^Atlg^^, ^jSE<&S*Ls 1, 2-1^;^ (^ h ^^v-^ ^;i/) -3-p<hdp 
^ ;i/ ^ ^> > -f? > 810 mg (JR^ 99%) ^U^^^^ h \.xntz. 
^^^X. Z. zxn hntz ^ V ^ iy ^ )Vx. — y^ )vp^ (810 mg) ® 5=- h v t H 

D :7 ^ > (12 ml) jg^StZ 2 N^^ (8 ml) ^Hq^. Mfit 1 2 ^F^MJ* Lfeo 

h y H - (iy V i3ff )\^20 g, mm'M^ ; ^=^'^> : T -t V > = 1 0 
: 1 ) Xmm. 2, (^h^i^^^^l/) 7:i:y-;u 480 mg(JR^ 7 
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2 , 3 - X ( ^ h ^ V ;^ y y —ji (483 mg, 2.65 mmol) (D T -t V =. 

b U )l (5 ml) mmi.Z. mykS^m ( 306mg, 3.0 mmol) t^^mm { 189 mg, 
3.0 mmol) ^ 0 'C-^ L^f ^ Sfig^T-b ^ 0 'CT- SIT t. 4 0 ^Jmm. 

muf^mw^L. m^mm-^y^iy^A-c^mm. mm^^^^Ltz. 2, 

(^h^fx^^;!/) - 6- r^hD-7jiy — ;u t 2 , 3-t>^ (^h^i^^^ 
;b) - 4- -hD-7jiy —jv ©2:1 ©rS-^t? 329 mg (Jt2^ 54X) 

Z(D- h ai^ (329 mg, 1.44 mmol) ©i^i^ (5 ml) 7j<?^TT'M§S (1. 

13 g, 17 mmol) ^ 'PM-r-oM ^ fz o 4 0 ^mmn'^. K}itsmizmm:^^}i^m 

'Ik. mm^^^L. 2-T^>-5, 6-\iX ( >^ h ^ JU) y::Ly-)Vh 

^ - T ^ - 2 , 3 - {y^ V ^^)\^) -7 3^ J ©2: l©?g^i^ 

276 mg (IR^ 89%) ^^ii^m>L\.X%tz. dti ^^SStim i^T 5 d i: < iJCSlo 

\zm^^fzo 

^LOUT X J y J — )\, (276 mg, 1.29 mmol) § y — ;u (10 ml) 

- O U A (228 mg, 1.42 mmol) ^mx. 1 6 D^^ 

tU. Lfco *^®=&7ks IS *n ^ 7j< t? IE j^fc ^ L , ftlTkM 

^■vy^'>.>AT-i£j)g^. mm^'^^x^tzo mm^^mmm ^ V y^ y ^ 
— (m.mi,^m ^=^-»^-> : T-t h > = 5 : 3 ) xmm l. e , 7 - t-;;?. (^ 

h^i^^^)l) - 2 - ^ )V ti r Y ^ ^ ^ - )V 182 mg (Jj2^ 59%) ^ 

mizKsB-mmL. Effoit-^m^m^m^^tLxmrzo 
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H!;^ : 96 - 97'C 
IR (KBr) cm'^ 3290, 2961. 1662, 1506, 1125. 
'H-NMR (CDCI3) 6 : 

1.20 (12H. d, J = 6.8 Hz). 2.60-2.78 (8H, m), 
'2.84 (2H, t, J = 6.8 Hz), 3.00 (2H, sept, J = 6.8 Hz), 
3.22 (2H, s), 3.40 (6H, s), 

3.48 (2H, t, J = 6.8 Hz), 4.63 (2H, s), 
4.74 (2H. s). 7.18 (2H, d. J = 7.6 Hz), 

7.29 (IH, d, J = 7.6 Hz), 7.34 (IH. d, J = S.OHz). 

7.49 (IH, d, J = 8.0 Hz), 8.60 (IH. br s). 

EIMS m/z (relative intensity): 568 (M*). 330 (100). 
TvM-^^ : Ca .H44N404Si: LT 
st^fi : C, 65.46; H, 7.80; N, 9.85, 
: C, 65.41; H, 7.75; N, 9.71. 

nmm i o i 

2 - [4 - [2 - [6, 7 -i^^ (^h^v-y^;!/) ^>v;i-:^-b-»y-;i/-2- 

hr^vf^>-l-d';i/] - N- [2. (Jif^;i/5=-:r) 
-6-^?^;i/-3-tiji;;i/]T-bhT$K0i^ii^: 

2 - ^ 7" h -7- h 0 y > ^y^r + — ;KDftt) b {3 6 , 

7-t:;^ (^ h^i^ - 2- p<;i/5!j7"h^>V3}-^+>-V^ — ;i/>£rffll>T|| 

mm 8 9 t mmizRjit'^ • mm sffoit-^m^mm^M^mt [.rmtzo 

Mj^ : 118 - 120'C 

IR (KBr) cm-,: 3334, 2926, 1699, 1561, 1501. 
iH-NMR (CDCh) 6 : 

1.32 (3H, t, J = 7.4 Hz). 1.35- (3H, t, J = 7.4 Hz), 2.47 (3H, s), 
2.64-2.69 (4H, m), 2.75-2.88 (4H, m), 2.85 (2H, t, J = 7.0 Hz), 
2.93 (2H, q, J = 7.4 Hz), 3.15 (2H, q, J = 7.4 Hz), 3.20 (2H, s). 
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3.40 (3H, s), 3.41 (3H, s), 3.49 (2H, t, J = 7.0 Hz), 4.64 (2H, s), 

4.77 (2H, s), 6.70 (IH, s), 7.34- (IH, d, J = 8.3 Hz), 

7.50 (IH, d, J = 8.3 Hz), 8.53 (IH, br s). 

EIMS m/z (relative intensity): 619 (M,), 381 (100). 

TC^^lFf : C29H4 iNsO^Sa LT 

H-^fi : C, 56.19; H, 6.67; N, 11.30. 

HSlffi : C, 56.27; H. 6.67; N, 11.19. 

nmm 102 

2 - [4 - [2 - (7-tKDdpi/p<5^;i/^>V'3i-ip+J-\; — ;i/-2-'l'>»l/f^;t) 
^^y^^^i;>_l_^;^] - n- (2. Q - iy ^ V y U \^ )V y :^ - )V) T 

2 - ^ r h - 7 - ^ h ^ * >>l' 4^. ;i/ ^ > V> -y- ^/ — (1.1 g,5.0 m 
mol) ® T H F (20 mi) {3 T ;i/ rf > # ffl - 7 8'CT- 1 . 0 M^kl^-fb v 

^ Vir^ )VT )\/ X - -^ h.- \ ;i/i>^M (10 ml) ^J9>o<t)i:?^TL, 30^ 

A-h;i/^>^M (5 ml) =&f9>o<»)i:}iSTL. 3 0^r^}ir#Lfco }^*nT> s 
(3 # ig ^ jp X. ji® fy © tK ^ -ft i>* -r v ^ ;u t" ;i/ ^ - a ^ ^ ^ l ^ ^ ji 5^ 

^ ^ L X 7 - t K O i> p< 5^ - 2 - ^ ;i/ 7" h > V ;t =^r -tJ- V' — ;U 848 mg 

(iR^ 94%) ^m^^i<k^}L\.Xntz. 
WTx 2-;^;i/*rh^>^;^:t^1^-^/ — ;KDftt)D{3 7- t Yu^i^;l^^)\,-2 

- ^ * r h ^ > V' ^ -9- V - =£ ffl T i iilnl^cSfK • MJiuxae^j 

Hl!;^, : 138 - 139'C 

IR (KBr) cm-': 3331, 2962, 1657, 1507, 1427. 
'H-NMR (de-DMSO) 6 : 



- 150 - 



wo 98/54153 PCT/JP98/02300 

1.13 (12H. d, J = 6.8 Hz), 2.55 - 2.65 (8H, m), 2.79 (2H, t, J = 6.8 Hz), 

3.05 (2H, sept, J = 6.8 Hz), 3.11 (2H, s), 3.47 {2H, t, J = 6.8 Hz), 

4.74 (2H, d, J = 5.5 Hz), 4.90 (IH, t, J = 5.5 Hz), 

7.12 (2H, d. J = 7.6 Hz), 7.22 (IH, t, J = 7.6 Hz), 

7.26 (IH, t, J =7.2 Hz). 7.29 (IH, dd, J = 7.2, 2.0 Hz), 

7.45 (IH, dd, J = 7.2. 2.0 Hz), 8.77 (IH, br s). 

EIMS m/z (relative intensity): 510 (M*), 316 (100). 

7C^^*f : C28H38N403Si: UT 

tf^fii : C, 65.85; H, 7.50; N, 10.97. 

Hiaiii : C, 65.77; H, 7.64; N, 10.84. 

%mm 1 0 3 

2 - [4 - [2 - [7 - (t^V — ;P-3-'i';i/) ^>v'7rdp-b-\/ — ;i/-2-i' 

-N- (2. 6-i?-rvrDt;i,7ai 

-;!/) T^YTX K®Sii® : 

2 - [4 - [2 - (7-T-b5^;i/^>\/:t:^-t^^/-;i/-2-'f;i/5^:r) 
tf^^i?>-l--l';i/] -N- (2, 6-'>*-fvrDtr;i/7x-;i/) t ^YT 
\ Y (214 mg, 0.4 mmol) © D M F ( 15 ml) iz ^ -'l^ * ;!/ A T 5 H ^ 
5" T -fe ^ - (146 mg, 1.2 mmol) SrrSTLx 8 0 °C T* 4 L o R 

Y U "i? A-ei^^SI^. 2 - [4 - [2 - [7 - {Z-V 

j\^T s. y T V D -f )v) ^yJyir^V-'J — )]^- 2 - -( )\^^^^ 
^^>-l-^'>'^] -N- (2, 6 - ^ V y u \^ )v y ziL - )i) T-thT'^K® 

)|a*^tJ 245 mg^ffZzo 

$ >i$: (245 mg, 0.4 mmol) ® ^ ^ ^ — ;b (6 ml) vgr^tcg^^ (123 mg, 
2.05 mmol) > t K ^ >-'7km^ ( 102 mg, 2.05 mmol) ^im^MU-^ 15^ 
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h^^y ^ - (mr^mm : T-tr h >= 5 : 3 ) -cmm smit^ 

^ 129 mg 58%) ^m^^=iK^ t LXmtzo 

M}^ : 181 - 183*C 

IR (KBr) cm-': 3262, 2960, 2360, 1655, 1500. 
'H-NMR (CDCla) 6 : 

1.21 (12H. d, J = 6.8 Hz), 2.60 - 2.76 (8H, m), 

2.87 (2H, t, J = 6.8 Hz), 3.01 (2H, sept, J = 6.8 Hz), 3.23 (2H, s). 

3.53 (2H, t, J = 6.8 Hz), 6.89 (IH, d, J = 2.2 Hz), 

7.19 (2H, d, J = 7.6 Hz), 7.29 (IH, t, J = 7.6Hz),' 

7.34 (IH, t, J = 8.0 Hz), 7.55 (IH, dd, J = 8.0, 1.2 Hz), 

7.68 (IH, d, J = 2.2 Hz), 7.71 (IH. dd, J = 8.0, 1.2 Hz), 

8.62 (IH, br s). 

EIMS a/z (relative intensity): 546 (M*), 342 (100). 

7C^^*f : C3oH38Na02Sh LT 

tf-»f» : C, 65.91; H, 7.01; N, 15.37. 

mmiM : C, 65.89; H, 7.06; N, 15.22. 

mm0i 1 0 4 

2 - [4 - [2 - {7--hD^>y'^^VJ — JV-2-^JU^^) t 
> - 1 - ^ - N - ( 2 . 6 - >>W V r D >' ^ - ;i/) T-b h T ^ K 
: 

3 - - h D W "^jvm (10 g, 54.6 mmol) O D M F (100 ml) ^i^m^z^mti 
y •> A (16.6 g, 120.1 mmol) ^fjQX. ^ > )l y a I \^ (14.3 ml, 120.1 m 
mol) ^mrLfzo 8 0°CT-1 2mmmi3l^L. >g^£-wt$7K-C#K? ji-7^;1/T- 

(iR^ 81%) ^minmiKmtvxnrzo 

.C ® ^ > i;;i'x;^ (4.42 g, 12.2 mmol) ©J^^y-;i/ (30 ml) mm 



- 152 - 



wo 98/54153 PCT/JP98/02300 

miZ7kmittl V 't> (1.37 g, 24.4 mmol) 7kmm (30 ml) ^Imx.. 5 0 °C T- 
2^^ii#L;to ,5JS?t $:7jc-e#f? L^ — ;i/ "C ?^ ^ . 2Nl§^T-^<4i: 
:ii-7^;i,-fJSai Lfeo W#^^7jc. gg ID ^ Jl j^fe U > ^7Jc^i!g^:^ 

h ^7 A-c•l^^t^^ ^j««:S*tto u ^ a d v i> y ^ ^ 

^' - ( S/ <J * >!7' ;i/ 90 g, M^^iS^ ; ^^i)-> : T-t h > : 1^^=25 : 2 

5: 1) -em^L. m i^nrzm^(^^^T-\z h > t^^v- y-b- ^M^BL. 2--< 

>i;;i/:t=3r^-3-::ib O^.t^^ 2.1 g (JK^ 63%) ^Mfii^^i: L T f# , 

^(D^mmm (2.1 g, 7.69 mmol) (Dtert-^^y— )V (70 ml) mmiz. 
VV3L^)VTl> (3.2 ml, 23.1 mmol) ^ IF T '(t iy' y 3l - )V;t^ -t^ V )V 
(1.7 ml, 7.69 mmol) ^^k^T-cmT 1 mrSHammmLtz. SfSM^TKT- 

^Lfzo >- V :^ ^ ^ A ^ a Y h ^' "7 y — ii^ V t) ^ ))/ 90 g, M 

mmm •, -^^-y-v : t± h> = 5 i) -c^ii^Ls N-t ert-yv^i^ 

tl - 2 - ^> ^ - 3 - - h U T ~ V > 1.61 g (iR^ 613;) 

CCDT^ >; (1.41 g, 4.1 mmol) ® h U :7 ;i/ Dg'^^vgM (30 ml) iz 
^:tT-V — )l (4.8 ml, 4. mmol) ^^r^T t. MUX' 1 5 ^fSmW Lfzo 

fttTkSK^:?- h 'J -i? A-c-fg^^. )§i«Sg*Lfco ^asi' u A<> o 

vh^57^ - (i-U*'>';i'30g. M^^i«;'N^-9-> :T-feh>=3 : 1) 
X-mm 2-T^y-6-^hD7jiy 430 mg (IR^ 68%) ^mm^i^ 

mt [^xmtzo 

Z(Dy j^y—jli;^ (430 mg, 2.8 mmol) <73j^^ ;1/ (30 ml) Jgjii^lii^^ 

i^J^i?- 0 - U i> A (497 mg, 3.1 mmol) ^1X1^. 1 2 B^P^Anl^ii^ 

L/io S*&?*<&7KT-#!KL. 2 NJg^T-^tStil - 7^ ;i/ T' J6 ttS t /i o 

M^Tk. ^m:kmykx-mikm^L. MTkmrni- h V 2:.x^m'^s mm^^^ 
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Lfco U -tJ ^ )lti A ^ a ^ h "7 y ^ — {iy V ti ^ )i 30 g, 

; ^DD:}^;i.A : ^^y-;i/=10:l)-e)lt^L. Z-^jit/rh- 
7 - =. Y D-<>v':i-^V^J-)l 381 mg (ijX^ 69%) ^^MfeJ^S^i: LTff^co 
2 - )\/ y h ^ > 'J :^ ^ — )i 0 n.t> 0 iz 2 - ?t )l :h -r h - 7 - =. h a 

Mf^. : 153 - 155'C 

IR (KBr) cm"': 3437, 3226, 1662, 1532, 1505. 
'H-NMR (CDCla) 6 : 

1.21 (12H, d. J = 6.8 Hz), 2.65-2.70 (4H, m), 

2.72-2.76 (4H. m), 2.88 (2H. t, J = 6.8 Hz), 

3.00 (2H, sept, J= 6.8 Hz), 3.22 (2H, s), 

3.54 (2H, t, J= 6.8 Hz), 7.19 (2H, d. J= 7.8 Hz), 

7.29 (IH, t, J = 7.8 Hz), 7.43 (IH, t, J = 8.3 Hz), 

7.88 (IH, dd, J= 8.3, 1.0 Hz), 8.07 (IH, dd, J= 8.3, 1.0 Hz), 

8.60 (IH, br s). 

EIMS a/z (relative intensity): 525 (M"), 125 (100). 

Ttm^B-fifi : C2-H3sN5 04 Si: LX 

sfnm : C, 61.69; H, 6.71; N, 13.32. 

mmm c, 61.77; h, 6.79; n, 13. i6. 
nmm 1 0 5 

2 - [4 - [2 - ( 7 - - h 13 ^> 'J ^ ^V-y — Jl - 2 - ^ )\^^^) t 
'^7v>-l-^';i/] -N - (2, 6-v^vrDt^>l/-4-^h^£^7x^;i/) 

2 - [4 - (2-tKD^i^3i5^;i/) t:^5i;>-l-^;i/] -N- (2, 6 
-i^'fvroi^;u7j^n;i.) T-thT^ <Drtt> 0 iz 2 - [4 - (2-tKn:i^^ 
i'if^;!') t:'H.vi^>-i-^;p] -N - (2, 6-i^i'vrDi^;u-4-^h 
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m^. : 165 - 166'C 

IR (KBr) cm"': 3271. 2963, 1659, 1600, 1534. 
'H-NMR (CDCI3) 6 : 

1.19 (12H, d, J = 6.8 Hz), 2.65-2.71 (4H, m), 2.71-2.76 (4H, m), 
2.88 (2H, t, J= 6.8 Hz), 2.97 (2H, sept. J= 6.8 Hz). 

3.20 (2H, s), 3.54 (2H, t, J = 6.8 Hz), 3.81 (3H. s). 
6.71 (2H. s), 7.43 (IH. dd, J= 8.3, 7.9 Hz), 

7.88 (IH. d, J= 7.9 Hz), 8.07 (IH, d, J = 8.3 Hz), 
8.45 (IH, br s). 

EIMS m/z (relative intensity): 555 (M*), 70 (100). 

7C^^*f : C28H37Ns05Si: 

WcUm. : C, 60.52; H, 6.71; N, 12.60. 

HSHfit : C, 60.49; H, 6.71; N. 12.58. 

mm.m i o e 

2 - [4 - [2 - {l-=.Yu^yv-t^'^v'-)\^-2-^)\^^^) )\,} 
> - 1 - -r ;i/3 -N- [2, 4-\ix -6-^^;i/-3- 

2 - [4 - (2-tKO:^>>aif^;i/) \^^^ fj y - I - >( )\,-\ - N- (2, 
6->'>fvrDt;i/7i^;U) 7'-tbT5KCDftt>»3tl2 - [4 - (2-tKD 
t:.-^^i'->-i-^';H - n- [2, 4-t;;^ (:r:^;i'5^7i-) -6 

3 - t u T-\z VT X V ^m^^xmmm i o 4 iii^at^s/cv • 

Mj^. : 50 - 52°C 

IR (KBr) cm"': 3292. 2929, 2817, 1699, 1532. 
'H-NMR (CDCI3) 6 : 
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1.33 (3H, t, J= 7.3 Hz), 1.36 (3H, t, J= 7.4 Hz), 

2.47 (3H. s). 2.64-2.70 (4H, m). 2.72-2.77 (4H, m) , 

2.88 (2H, t, J = 6.8 Hz), 2.93 (2H, q, J = 7.3 Hz), 

3.54 (2H, t, J = 6.8 Hz), 3.16 (2H, q, J = 7.4 Hz). 

3.19 (2H, s), 6.70 (IH, s), 7.43 (IH, dd, J= 8.4, 7.9 Hz), 

7.88 (IH, d, J = 7.9 Hz), 8.06 (IH, d, J = 8.4 Hz), 

8.52 (IH. br s). 

mmm i o 7 

2- [4- [2- (7 h ti^>^J:i-3(.^^/-)i- 2 :n^;b] 

- N- [2, (^V7*Dl^;i,5^7|-) - 6-^ 

2 - [4 - (2-tiKD^ •> vr^^ c^>_i_^;^] _N- (2, 

e-i^^-vrnt^^l/^i^;!/) 7'-fehT5K©ftfc)ti{c2 - [4 - (2-th- 
n:^i^3:5";i/) K^^i;>-l-^';i,] -N- [2, 4 - \^ x vyu 

- 6 - ^5^;!.- 3 - 'J i?;!/] T-b h T 5 K ^ ffl T ^Jte^l 1 0 4 i: [a] 

mizK]^-. ' mm ^mit^^^'^m^T )vy t ^.h \.xnrzo 

ik^^ : 57 - 59'C 

IR (KBr) cm,: 3299, 2962. 2818, 1702, 1559. 
iH-NMR (CDCh) 6 : 

1.35 (6H, d, J = 6.7 Hz), 1.36 (6H, d, J = 6.8 Hz). 2.46 (3H, s), 

2.64-2.69 (4H. m), 2.72-2.76 (4H. m), 2.89 (2H, t, J = 6.9 Hz), 

3.18 (2H. s). 3.50 (IH, sept, J= 6.7 Hz), 3.55 (2H, t, J = 6.9 Hz). 

4.02 (IH, sept. J= 6.8 Hz), 6.75 (IH, s), 

7.43 (IH, dd, J= 8.3, 7.9 Hz), 7.88 (IH, d, J = 7.9 Hz), 

8.06 (IH, d, J = 8.3 Hz), 8.50 (IH, br s). 

EIMS m/z (relative intensity): 604 (M.). 409 (100). 
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mmm i o s 

2 - [4 - [2 - (7-::^hD^>V:t^-b-^/-;i/-2-l';i/^^) 
tr^-7v>-l-'1';i/] -N- (2, 6-iJ-ryrDb:;i'-3-z:hn7a:r: 

2 - [4 - (2-th'D:^ri>3:^;i/) t^^^i?>-l--r;b] -N - (2, 6 

- v'* V r D ;i/ 7 I - ;i/ ) T -tr h T ^ K ® ft (w 2 - [ 4 - ( 2 - t K p 
:Jri^Ji5";i/) t^^5>?>-l-'C;i/] - N- (2, 6-S^-^V7"Db^;i/-3- 
-hn^ji^;!/) T-fehT^ KS:fflV^"Cll^i^ 1 0 4 i: I^I ^ {:: S 1^; • 5as L. 

ikji^ : 70-72'C 

IR (KBr) cm-,: 3290, 2966, 2820, 1683, 1530. 

.H-NMR (CDClj) 6 : 

1.22 (6H, d, J = 6.5 Hz), 1.32 (6H, d, J= 7.2 Hz) 2.60 - 2.85 (8H, m), 

2.89 (2H, t, J = 6.8 Hz), 2.99 (IH, sept, J= 6.5 Hz), 3.23 (2H, s), 

3.26 (IH, sept, J= 7.2 Hz), 3.54 (2H, t, J = 6.8 Hz), 

7.30 (IH, d, J = 8.5 Hz), 7.44 (IH, dd. J= 8.3, 8.0 Hz), 

7.48 (IH, d, J = 8.5 Hz), 7.88 (IH, d, J= 8.0 Hz), 

8.07 (IH, d, J = 8.3 Hz), 8.79 (IH, br s). 

EIMS m/z (relative intensity): 570 (M.). 321 (100). 

mmm i o 9 

2 - [4 - [2 - i5-!7un-7-^yya\^)i-4-^9-)V^>VyS-^V- 
V" ~ ;b - 2 - 1- ;i/ ^ yj- ) ^ ] i^^^ iy > - 1 - JVl - N - [ 2 , 4 - t' 
^ (aL^;i/^:t) - 6- ^5^;i/-3-l^'Ji^;i/] T-fehT^ KcD^ig: 

2 - [4 - (2-bh-D^i/Ji^;i/) t^-<^i? >-!--< -N- (2, 
6-i'"'fV7"Dtf;i/7i^;b) 7'-fehT^h'©ftfc'D(3 2- [4 - (2-biK 
DdFi/ji^;b) b^'^^ i/* > - 1 - ;b] - N- [2, 4-t:^ 

- 6 - ^ - 3 - ij T-fe h T ^ K &ffll^■rllM^J 9 7 i: |5l;^(iSf& 
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M}^. : 120 - 122°C 

IR (neat) cms; 3301. 2968, 1690, 1481, 1216. 
iH-NMR (CDCl.) 6 : 

1.32 (3H, t, J= 7.3 Hz), 1.33 (6H, d, J= 6.8 Hz), 

1.35 (3H, t, J= 7.3 Hz), 2.47 (3H, s), 

2.66-2.71 (4H, m), 2.75-2.81 (4H, m), 

2.86 (2H, t, J = 7.1 Hz), 2.93 (2H. q, ./ = 7.3 Hz), 

3.15 (2H, q, J= 7.3 Hz), 3.20 (2H, s), 

3.22 (IH. sept. J= 6.8 Hz), 3.49 (2H, t, J = 7.1 Hz), 

6.70 (IH, s), 7.07 (IH, s), 8.53 (IH, br s). 

EIMS m/z (relative intensity): 621(M*), 368(100). 

TcM-^^ : C29H4oClNs02S3i: Lt 

t^nm : C, 55.97; H, 6.48; N, 11.25. 

MMiM : C, 56.26; H, 6.40; N, 11.17. 



mmm i i o 

2 - [4 - [3 - (5-^DD-7--i'V7'nt:;i'-4-;<^;i/^>\/pt^1?- 
V'-;u- 2 ;i/5":t) yu\^)\y-\ b^-?.^i?>- 1 ;u] - n- (2, 6- 

N- (2, 6-i>-'rvrDi^;b-3-tKn^y7:n-;i/) - 2- [4- 
(S-tKn^^v-rnt;!/) t-^^^>-i-^;i.] t ± V T ^ Y (500 mg, 
1.32 mmol) (D ^ ^ J - )\y (8 ml) hi T V - Y ^) )\^ (12 ml) ® ?g ^ j§ r-S . 
N, N- i^^ V T-D ^ > (513 mg, 3.97 mmol) t h V ^ ^ 

V J\^i^TV' ;i ^ >-^:i(-V>mm (2.0 M, 2.0 ml, 3.97 mmol) ^mX4am 
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- (Jllia^^;i7nD;t^;i/A:^^y— ;u=ro : 1) "eMMt, N- ( 2 , 
6-i^'fV7*Dl:r;i/-3-^h^i>7jz-;i/) - 2- [4 - (3-th' o:^i^ 
T-D V-l-'f T-b h T ^ h* 449 mg (JR^ 87%) =&f#fco 

— ;u (150 mg, 0.38 mmol) ®THF (3 ml) 'Mm^z V V )\, 
T ^ > (50 mg, 0.50 mmol) 4 - ^ ;i T k y V > (5 mg, 0.04 m 

mol) $:inx.s 7K?^Jli$T. i^^t ^ > Jlyf^ — Jl (53 mg, 0.46 mmol) 

tLfe^M>£ DM F (5 ml) {Z^IS L 5 - D D - 7 V rn 2 - 

;^ 7* h - 4 - ^ > y :3t-:^r-9-^/ (93 mg, 0.38 mmol) . j^i!* U 

•^7 A (64 mg, 0.46 mmol) tiS-^ v O >-6 (10 mg, 0.04 mmol) ^bQK.. 8 0 

^y— ;u=50 : 1) T'StSiLx ^# ?> n /i !g ^ 5r ST ^ 3i ^ ;i/ - -N^+^->J:t) 

gfttJib-^^ 91 mg (JR^ 39 %) ^m&mM^atLxmrzo 

M}^. : 126 - 127°C 

IR (KBr) cm,: 3288. 2962, 1663, 1501, 1491. 
■H-NMR (CDCli) 6 : 

1.18 (6H, d, J = 6.9 Hz), 1.30 (6H, d, J = 6.9 Hz), 
1.33 (6H, d, J= 6.9 Hz), 2.92 (2H, quint, J= 7.0 Hz), 
2.50-2.60 (4H, m), 2.52 (3H, s), 2.54 (2H, t, J = 7.0 Hz), 
2.70-2.79 (4H, m), 2.92 (IH, sept. J= 6.9 Hz), 
3.13-3.26 (2H. m), 3.21 (2H. s), 3.36 (2H, t. J = 7.0 Hz), 
3.80 (3H, s), 6.84 (IH. d, J= 8.7 Hz), 7.07 (IH, s), 
7.12 (IH, d, J= 8.7 Hz), 8.59 (IH, br s). 
EIMS jd/z (relative intensity): 616 (M.+ l), 139 (100). 
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mmm i i i 

N- (2, e - ^ V r a )i - 3 - ^ h ^ y - - 2- [4 - [3- 
(7-hU7;u:tD^5";i/^>^ypj-dr-»?-^/-;u-2--f;i/^;j-) rDtf;i/] \^ 

> - 1 - -f T-fe h T $ KOi^at : 

5-^Dn-7-^vrDi^;i/-2-^;i':ijrh-4-^^;i/'Ni>V7}-^-9- 
v*" - ;i/ ® ft to O iz 2 - p{ ;u 7" h - 7 - h U y u ;< ^ y ^ ^-i)- - 

xmtzo 

M}^ : 139 - UrC 

IR (KBr) cm-.: 3278, 2.960, 1664, 1506, 1332. 
iH-NMR (CDCI3) 6 : 

1.17 (6H, d, J= 6.9 Hz), 1.30 (6H, d, J= 6.9 Hz), 
2.06 (2H, quint, J= 6.9 Hz), 2.50-2.60 (4H, m), 

2.55 (2H, t, J= 6.9 Hz), 2.71-2.78 (4H, m), 2.92 (IH, sept, J= 6.9 Hz), 

3.18 (IH, sept, J= 6.9 Hz), 3.21 (2H, s), 3.39 (2H, t, J = 6.9 Hz), 
3.80 (3H, s), 6.84 (IH. d, J= 8.6 Hz), 7.12 (IH, d, J= 8.6 Hz), 
7.38 (IH, m), 7.47 (IH, d, J = 7.8 Hz), 7.75 (IH, d, J = 7.8 Hz), 
8.60 (IH, br s). 

mmm i i 2 

2- [4- [2- i7-^^)V^yt^>V^^1)-'/—)l-2--()V^:i-) jl^ 
b:-<^2/>-i-^;u] -N - (2, e-v-rvrptr^i/y^i^;!/) T'-b 

N-t e r t-yv^>'iJ)Vn'^~)l-2-^>iP)i,yir^iy-3-— VaT — 
V > (9.37 g, 27.2 mmol) (150 ml) (z^^L^ p-h;i/x> 

— 7Kfn^7.84g (45.5 mmol) ^ftDx.. 5 0 *C T 1 2 P^Jtf-}? t o 
S/Sv^S€:iS«]^^7K^:>- h ATk-C'ft'^n ^ d d ;J; ;i/ A T* jtt ttl t /io 
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S * U it o ^ ;^ S V U ;i/ -5 A ^ D -7 h -7 7 -f — V ti ^ J\/bO M 

3 h u > 6.44 g (JR^ 96.9 %) ^mmm^nb^^t LX'mrz. 

Z<D~htiT-U> 5.80 g (23.7 mmol) {3*?^T}i^^ lOml^lmXxm. 
m mWtj::b^ 6 Mmmi- h 'J -j? A 4.27 g (61.9 mmol) ®7jc (5ml) Jgr^^ 
1 0 :9-F^AMt-C?ST L;to * ?S 4" T 1 B?f P^^if U fc^. IS^Qj^^zk^:?- h U 
'^?A7KS:iQx.■CpH7{;t^ z:niZ:hh»J"i7A^3f^h:^S^K 2.00 g( 28. 5 

mmol) ^tax-x 5 ^mm.i^ vfzo 8 o 'Cizxmiz 10 ^rkmn LTz'^. m/sb^ 

2:1) f#€>nfc*fl!ig^€:B^^i5^;i/--^^1f > J: tjSiig^L. 2 

-p{^;i/^;i--6-^hD7:iiy-;i/ 0.87 g (JR^ 19.8 %) ^Wimm^i^^ 
LXmtzo 

Z.(0- h D 7 i y (290 mg, 1.57 mmol) ?£:P^ (13 ml)*5 J; t>'?g^^ 

(0.3 ml) \zmm\.. 7>c?^TT-. ffiSS*^* (411 mg, 6.28 mmol) -^mxtz. m. 

iST- 1 5 ^r^}tr#^. Rmm^mmx.. 2 N/jc^-fb^ ^ u a*,- j;t>'fSfo]^^ 

y;!/* ^ A^a^hif^y^— (i^u* /f;!/ 20 g, M^igJi ; 'v:^^-^- > : 
mmJ^'^)l= 1 : 1) -C-JfiiJL. 2-T^y-6-^^)\^^:ty^y—)l 230 

mg (iR^ 94 %) ^-mmnm^mtLxmrzo 

d ® 7 X y (230 mg, 1.48 mmol) <Z)x.^y— (30 ml) MMlZi^^ 
tl^m-o-JL^)ltiV0 2^ (285 mg, 1.78 mmol) 5:iDx.^ 1 2mrSMmm 

^mm^7i<.. f&m±i^7i<iX'm»i^^L. m:i<immi- h v i:.x^mWi. mm^ 

S^L/co ^;^^i>'U*'y;i/*^A^Dvh^^-77^' — (^U*y;u 25 g, 
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- ^Jyf 224 mg (JR^ 77 %)^n^m^t LXmfzo 

2 - ^ r h^>'J:t^vv-)i(Di^t) \z 2 - >t. )vti :r Y - 1 - ^ ^ )\^ 

msk : 120 - 12rC 

IR (KBr) cmi: 3247, 2960, 1660, 1499, 1414. 
.H-NMR (CDCL) 6 : 

1.20 (12H, d, J = 7.0 Hz), 2.59 (3H, s), 2.60-2.78 "(8H, m), 
2.85 (2H, t, J = 6.8 Hz), 3.00 (2H, sept. J= 7.0 Hz), 3.21 (2H, s), 
3.49 (2H, t, J= 6-8 Hz), 7.13-7.31 (5H, m), 7.40 (IH, d. J = 7.8 Hz), 
8.61 (IH, br s). 

EIMS m/z (relative intensity): 526 (M«), 125 (100). 

mmm 113 

2- [4- [2- ( 7 ^ >;^;i/;J-v:^;u^>^y;j-^l^-v — 2 --f ;i/^^) 
t^-<.^ > - 1 - -N- (2, 6 - V7-D t^;i/7 ;b) 

2 - y - 6 - ^ h D 7 i y — (120 mg, 0.648 nunol) ®B^^?g?ft 

(6 ml) iZj&Tt^ ^ mWti- h V ^ 4 :i(.m^ (640 mg, 4.16 mmol) ^bU^. 5 

5 -cx' 4 mmmn L fz o Kst^m^ mm m ^ tifzmm^ V ^ ;i ti ^ 2^ ^ a 

■7 h y ^ — (iy )V 50 g, m^'^m. ; ^?Dn;^;i/A-^^Dn:f.;UA 

— ;i.= 50 : l^^DD^x;uA:^^y — ;i/=4 : 1) "Olti^L. ff 
e>nfc^S^gt^ (12 ml) (C^^gL, 7X?^T. ffi^ (450 mg, 6.88 mmol) 
vpm^m Q.2 nl^lmXs ^StCML, 2 0 ^P^jt}^ L;t<. H*&?%{;«aiftJj^^ 

^D-^hC^'^y^ — im^-<^M. : ^ au n^JVA : ^ ^ y — ;i/= 10:1). f;^ 
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2-T^>'-6-^^>;^;u;f.^;i/7jiy— ;i/ 26 mg (JR^ 21 %) ^ 

C 0 7 y — (25.5 mg, 0.136 mmol) ®x^y— (8 ml) iziy 
^^j^^- O - X5^;i/* i; r> A (67.3 mg, 0.420 mmol) ^mX. mm^Mmr. 

^)ts^)\/2.b g, mmmm \ ^ u u its )V ■. ^^y— ;i/=l 0 : 1) -CHiM 
2-^;V*7"h-7-^^>;^;i/:*^ X ;i/ ^ > »y ^ V ^/ — 29 . 4 mg ( ]R ^ 9 
4.4%) ^^^mm^tLXn. ^ ^ y — ^ d d ;}^;I.A - x — f,:^ 

2 - ^ y h > 'J Tt =^ ^ 'J — ji(D itt) K) iz 2 - ^ )u tj y h - 7 - A ^ y 

:^ )i :!t-^ - )i ^ y v:^^vy-)v^m^^xmmm i mmiz&m ■ mm sb^j 

M}^ : 125 - 128°C 

IR (KBr) cm-,: 3449, 1660, 1503, 1426, 1322. 
.H-NMR (CDCL) 6 : 

1.21 (12H. d, J = 6.8 Hz), 2.66-2.71 (4H, m), 2.74-2.81 (4H, m), 
2.86 (2H, t, J = 6.8 Hz), 3.00 (2H, sept. J= 6.8 Hz), 3.22 (2H, s), 
3.26 (3H, s), 3.53 (2H, t, J= 6.8 Hz), 7.18 (IH, d, J= 8.3 Hz), 
7.19 (IH, d, J= 7.3 Hz), 7.29 (IH, dd, J= 8.3, 7.3 Hz), 
7.45 (IH, t, J = 7.8 Hz), 7.78 (IH, dd, J= 7.8, 1.2 Hz), 
7.84 (IH, dd, J= 7.8, 1.2 Hz), 8.60 (IH, br s). 

:^%mit. mtE-m-A (I) x-m^ n^it^^. cm €>©igx{i en ©^j* 
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^tmmm^mm-r ^ iiCDX'Sb^c tutD-^. ^^mus mm-^^ en -c-s^ 
-i-. Aik^:Kmiii. :kmmm. mm\tW}mmit& (a so) t'(Dmm(Df^m. 
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® 3iE lai 



1 . -m^ ( I ) 



*^ (CH2)ifi H V / 

>® 2 filfiaS, Xtts S 




Ytt. -NR,-. i?^J)K^. h'Rlt:^Ji^n-^>:^7jK[.^ 
0 (,^ L 1 5 ©a^il&^-^x L> 
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nit, 0 rj^WL 3 (OmWL^miTo ) 

2 . I I ) 



(aJ ^ Y— (CH2)l-N^ N (CH2)n-Z — C— jvj-Ar- (II) 

"^N (CH2)ift 



>0 2 fiisgj^^, xlis 3S 




H' 

Y{i. -NR,-. f^^MT-. ©fi»/i7-^ K3lli;^;t';r>>:£^L. 
Z iS s ili X ii - N R 2 - t > 

Ar' it. ISi^ji&W Lt «t VWfi$5T;U=Sr;i/S> HJ^lia W L T t» J: ^^ ffijJS 

-^p|a^ V >m&s i^i&mr )vo ^^>:;tx:t,t^i) ji^yf^iyms 7.)un-^>T ^ i^m. 
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1 {is 0 3&: v^ L 1 5 

nit. 0 tj:i\ L 3 (Dmik^Tf^i-o ) 



Yit. -NR,-, mmm^. mmm'i'. ^^J^n^^t^ h'yi.\txjiyt^>:&7jk[.^ 
Ar' it. mjim^^Lxi>xr,^i&$iTji^)im. mffum^^Lxtj^i^i&m 

mmm^^^LX'bx^^T^js^. xit. y)\^^\y>i^yt^i-Mi)^^mitti^i'^ 

4<ia®g£T-iaJ^it^nTVNTt, J:^^7 X - f u ^ ;i (i -J $ v ^ 77. 
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R.ttx yi^^m^. mmm^^ i> ^^^f&mr mnM^^^ i,x ij ^ 

\^Yuir^>T)\.^)vm. ^)ymm. i^ry^. -hPS. xjiyr^>TKYms 
fnt^ 2 mt^-^ izTj: ^ X T ;u ^ I' > :i- ^ i^m^ m 

mli, 2 Xli 3 ©!gSc?£^x bs 
nli^ 0 «c V> L 3 ©M}!j!(:&^-ro ) 

4 . I V ) 




(IV) 



{is 
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Ytt. -NR.-, «5ii«M^> h'Xfi;^;!/^ 

Zttx 4i,1gt^3^{i - N R 2- =£^^ L. 
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Ris Rtx Re' . Rt' . Re' ' . Rt' ' . Re' ' ' S !>' R 7 ' ' ' ii. |5] 

-xtt^^toT. 7kmmi^. mt^m^m Lx j;i^^is.m.T )i^)im. m.i^m^^ 

SSW LT t) i y Si^lS^^* LT J: INT ^ y T^w^^^i/Sv mt^&^ 

^ Lx <b ji&mr jv^jvm. w.mmmm. xti. 2 ©As-j^i^ ^^^^ ^ x t 
Jl^ > 9 :t ^ i^m^ 

mli^ 2X(i3©li|g(^£^Lx ... 
n(±. 0 * VN L 3 CDMISS:5^1-o ) 

7. ACATIB*j^J, SBIiart n b 7^ D — ;i/#ii^Pflg^j, ito 4^ =3 w :^ 5^ d — 

8. Mmikm. mmmitm. mskm^m. msk^>t^m.m. m.fkitmm^. -xmm. 

b 4 Ii © <5in 83 m $ n ^ t» s € © IS X fi v§ J! ^ 0 ^ ffl o 

10. A c A TmmMs mM\^=> \y 7.9- o - jim^mmm. skfp::i ux^-a-ji^ 
mm. ^I^s^^lt^m.^. ^M^mm^^s :Kmmm(D=¥'f>^. i^mMx$> ^m^oi^m 
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12. ACATiia^j, mmp^o u 7.y^D-)immmmM. ik^zi u 7. y^D 
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Claims 



1. A compound represented by the formula (I ) / salt(s) 
thereof, or solvate(s) thereof where the solvate(s) are water 
and/or alcohol (s): 




A 



X 



// 
N 




•(CH2)I— N N- 



A 



(CH2) 



{CH2)n-.Z — C — [^-Ar : ( I ) 



(In the formula. 




is a divalent residue of benzene, pyridine, cyclohexane or 
naphthalene each of which may be substituted with from one to 
four group (s) selected from. Wi; , , 




or is the formula 



represents a group 
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wherein 

Ar is an aryl group which may be substituted with group ( s ) 

selected from W5; 

X is -NH-, oxygen atom or sulfur atom; 

Yis-NRi-, oxygen atom, sulfur atom, sulfoxide or sulf one; 

Z is a single bond or -NRj-; . '~ 

Ri is hydrogen atom, lower alky 1 group which may be 
substituted with group(s) selected from W2, aryl group which 
may be substituted with group ( s ) selected from W5 or silyl lower 
alkyl group which may be substituted with group{s) selected 
from W4 ; 

R, is hydrogen atom, lower alkyl group which may be 
substituted with group(s) selected from W2, aryl group which 
may be substituted with group(s ) selected from W5 or silyl lower 
alkyl group which may be substituted with group(s) selected 
from W4; 

Wl is lower alkyl group which may be substituted with 
group(s) selected from W2 , lower alkoxy group which may be 
substituted with group(s) selected from W2 , lower alky Icarbonyl 
group which may be substituted with group(s) selected from W2, 
lower alkylthio group, lower alkylsulf inyl group, lower 
alkylsulfonyl group, halogen atom, hydroxyl group, carboxyl 
group, alkoxycarbonyl group, phosphoric acid group,, cyano 
group, nitro group, sulfonamide group, amino group which may 
be substituted with group ( s ) selected from W3 , aminoalkyl group 
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which may be substituted with group(s) selected from W3 , silyl 
lower alkyl group which may be substituted with group(s) 
selected f rom W4 or heterocyclic residue; and. alkylenedioxy 
group; 

W2 is hydroxy 1 group, lower alkoxy group, lower alkylthio 
group, lower alkoxycarbonyl group, lower alkylcarbonyloxy 
group, aryl group, halogen atom, amino group, nitro group, 
hydroxy lower alkoxy group, lower alkoxy lower alkoxy group, 
lower alkoxycarbonyl lower alkoxy group and halogenated lower 
alkoxy group'; 

W3 is lower alkyl group, aryl groupwhichmay be substituted 
with lower alkyl group or lower alkoxy group and ah aralkyl 
group which may be substituted with lower alkyl group or lower 
alkoxy group; 

W4 is lower alkyl group, aryl groups and an aralkyl group; 
W5 is lower alkyl group which may be substituted with 

. group (s.) selected from W2, l.Qwer alko3|:y group which may be 
substituted with group(s) selected from W2, lower alkylthio 
group which may be substituted with group(s) selected from W2, 
lower alkylsulf iny 1 group which may be substituted with group ( s ) 

.selected from W2, lower alkylsulf onyl group which may be 
substituted with group(s) selected from W2, lower 
alkylsulf onyloxy gpoup which may be substituted with group(s) 
selected from W2, hydroxy lower alkylthio group, lower 
alkylcarbonyl group which may be substituted with group(s) 
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selected from W2 , lower alkylcarbonyloxy group which may be 
substituted with group(s) selected from W2, halogen atom, 
hydroxy 1 group, nitro group, phosphoric acid group, di-( lower 
alkoxy)-phosphoryloxy group, sulfonamide group, amino group 
which may be substituted with group(s) selected from W3, 
pyranosyloxy group and alkylenedioxy group; 

1 is an integer of from 1 to 15; 

m is- an integer of 2 or 3 ; and 

n is an integer of from 1 to 3). 

2. A compound represented by the formula (II), salt(s) 

thereof, or solvate{s) thereof where the solvate ( s ) are water 
and/or alcohol (s): 



^ — / \ II 

r A f J Y— (CH2)I -N^ N (CH2)n — Z— C— j;j-Ar' ( II ) 

^--^N (GH2)r/ 



(In the formula. 




is a divalent residue of benzene, pyridine, cyclohexane or 
naphthalene each of which may be substituted with from one to 
four group(s) selected from Wi; 
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or the formula . represents a group 



K 

wherein 

X is -NH-, oxygen atom or sulfur atom; 

Yis -NRj-, oxygenatom, sulfuratom, sulfoxide or sulf one; 

Z. is a single bond or -NRj-; 

Ar' is phenyl, pyridyl or pyrimidyl group which may be 
substituted with from one to four group ( s ) selected from lower 
alkyl group which may be substituted with group(s) selected 
f romW2 , lower alkoxy group whichmay be substituted with group ( s ) 
selected from W2, low;er alkylthio group, lower alkylsulf inyl 
group, lower alkylsulf onyl group, lower alkylsulf onyloxy group, 
hydroxy lower alky Ithio group, lower alkylcarbonyl group which 
may be substituted with group(s) selected fromW2, halogen atom, 
hydroxyl group, lower alkylcarbonyloxy group which may be 
substituted with group(s) selected from W2, nitro group, 
phosphoric acid group, di-( lower alkoxy )-phosphoryloxy group, 
sulfonamide group, amino group which may be substituted with 
group ( s ) selected f romW3 , pyranosyloxy group and alkylenedioxy 
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group ; 

Ri is hydrogen atom, lower alkyl group which may be 
substituted with group(s) selected from W2, aryl group which 
maybe substituted with group(s) selected from W5 or silyl lower 
alkyl group which may be substituted with group(s) selected 
from W4 ; 

Rj is hydrogen atom, lower alkyl group which may be 
substituted with group(s) selected from W2, aryl group which 
may be substituted with group(s) selected from W5 , or silyl 
lower alkyl group which may be substituted with group(s) 

selected from W4 ; 

Wl is lower alkyl group which may be substituted with 
group (s) selected from W2, lower alkoxy group which may be 
substituted with group ( s ) selected f romW2 , lower alkylcarbonyl 
group which may be substituted with group(s) selected from W2, 
lower alky Ithio group, lower alkylsulfinyl group, lower 
alkylsulfonyl group, halogen atom, hydroxyl group, carboxyl-^ 
group, alkoxycarbonyl group, phosphoric acid group, cyano group, 
nitro group, sulfonamide group, amino group which may be 
substituted with group(s) selected fromW3, aminoalkyl group 
which may be substituted with group( s ) selected fromWB, silyl 
lower alkyl groupwhichmay be substituted with group ( s ) selected 
from W4 or heterocyclic residue; and alkyl enedioxy group ; 

W2 is hydroxyl group, lower alkoxy group, lower alky Ithio 

group, lower alkoxycarbonyl group, lower alkylcarbonyloxy 
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group, aryl group, halogen atom, amino group, nitro group, 
hydroxy lower alkoxy group, lower alkoxy lower alkoxy group, 
lower alkoxycarbonyl lower alkoxy group and halogenated lower 
alkoxy group ; 

W3 is lower alkyl group , aryl group whichmay be substituted 
with lower alkyl group or lower alkoxy group and an aralkyl 
group which may be substituted with lower alkyl group or lower 
alkoxy group ; 

W4 is lower alkyl group, aryl groups and an aralkyl group; 

W5 is lower alkyl group which may be substituted with 
group (s) selected from W2 , lower alkoxy group which may be 
• substituted with group(s) selected from W2 , lower alkylthio 
group which may be substituted with group{s) selected fromW2, 
lower alkylsulf inyl group whichmay be substituted with group ( s ) 
selected from W2, lower alkylsulf onyl group which may. be., 
substituted with group(s) selected from W2, lower 
alkylsulf onyloxy group which may be substituted with group (.s)„ 
selected from W2 , lower alky Icarbonyl group which may be 
substituted with group(s) selected from W2, lower 
alkylcarbonyloxy group, halogen atom, hydroxyl group, nitro 
group, phosphoric acid group, di-( lower alkoxy ) -phosphoryloxy 
group, sulfonamide group, amino group which may be substituted 
with group(s) selected from W3 and alkylenedioxy group; 
1 is an integer of from 1 to 15; 
m is an integer of 2 or 3; and 
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n is an integer of from 1 to 3 ) . 



3. A compound represented by the following formula (III)-, 
salt(s) thereof, or solvate(s) thereof where the .solvate (s) 
are water and/or alcohol(s): 




\^ ^ o 

Y— (CH2)I-N N— (CH2)n-Z-C-j;|-Ar' ( ||| ) 

(CH2)^n 



(In the formula, 

X is -NH-, oxygen atom or sulfur atom; 

Yis -NRi-, oxygenatom, sulfur atom, sulfoxideor sulf one; 

2 is a single bond or -NRj-; 

Ar' is phenyl, pyridyl or pyrimidyl group which may be 
substituted with from one to four group ( s ) selected from lower 
alkyl group which may be substituted with group(s) selected 
f romW2 , lower alkoxy group whichmay be substituted with group ( s ) 
selected fromW2, lower alkylthio group, lower alkylsulf inyl 
group, lower alkylsulf onyl group, lower alkylsulf onyloxy group, 
hydroxy lower alkylthio group , lower alkylcarbonyl group which 
maybe substituted with group(s) selected fromW2, halogen atom, 
hydroxyl group, lower alkylcarbonyloxy group which may be 
substituted with group(s) selected . from W2, nitro group, 
phosphoric acid group, di-( lower alkoxy ) -phosphoryloxy group. 
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sulfonamide group, amino group which may be substituted with 
group ( s ) selected f rom W3 , pyranosyloxy group and alkylenedioxy 
group; 

Ri is hydrogen atom,, lower alkyl group which may be 
substituted with group(s) selected from W2, aryl group which 
may be substituted with group(s) selected from W5, or silyl 
lower alkyl group whichmay be substituted with group ( s ) selected 
from W4 ; 

Rj is hydrogen atom, lower alkyl group which may be 
substituted with group(s) selected from W2 , aryl group which 
may be substituted with group ( s ) selected from W5, or silyl 
lower alkyl group which may be substituted with group ( s ) selected 
from W4 ; 

R3, R4 and R5 are same or different and are hydrogen atom, 
lower alkyl group whichmay be substituted with group ( s ) selected 
fromW2, lower alkoxy group whichmaybe substituted withgroup(s ) 
selected from, W2, lower . alkylcarbpnyl group which may be 
substituted with group(s) selected from W2 , lower alkylthio 
group, lower alkylsulf inyl group, lower alkylsulf onyl group, 
halogen atom, hydroxy! group^ carboxyl group, alkoxycarbonyl 
group, phosphoric acid group, cyano group, nitro group, 
sulfonamide group, amino group. which may be substituted with 
group(s) selected from W3, aminoalkyl group, which may be 
substituted with group(s) selected from W3 , silyl lower alkyl 
group which may be substituted with group(s ) selected from W4 , 
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or heterocyclic residue; or any of two of R3, R4 and Rs form an. 
alkylenedioxy group together; 

W2 is hydroxy 1 group, lower alkoxy group, lower alkylthio 
group, lower alkoxycarbonyl group, lower alkylcarbonyloxy 
group, aryl group, halogen atom, amino group, nitro group, 
hydroxy lower alkoxy group, lower alkoxy lower alkoxy group, 
lower alkoxycarbonyl lower alkoxy group and halogenated lower 
alkoxy group;. 

W3 is lower alkyl group , aryl group whichmay be substituted 
with lower alkyl group or lower alkoxy group and an aralkyl 
group which may be substituted with lower alkyl group or lower 
alkoxy group; 

W4 is lower alkyl group, aryl groups and an aralkyl group; 

W5 is lower alkyl group which may be substituted with 
group(s) selected from W2, lower alkoxy group which may be 
substituted with group(s) selected fromW2, lower alkylthio 
group which may be substituted with group (s ) . selected f rom W2 , 
lower alky Isulfinyl group whichmay be substituted with grpup(s ) 
selected from W2, lower alkylsulf onyl group which may be 
substituted with group(s) selected from W2, lower 
alkylsulfbnyloxy group which may be substituted with group(s) 
selected from W2, lower alkylcarbonyl group which may be 
substituted with group(s) selected from W2, lower 
alkylcarbonyloxy group, halogen atom, hydroxy 1 group, nitro 
group, phosphoric acid group, di-( lower alkoxy ) -phosphoryloxy 
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group, sulfonamide group, amino group which may be substituted 
with group(s) selected from W3 . and alkylenedioxy group; 
1 is an integer of from 1 to 15; 
m is an integer of 2. or 3; and 
. n is an integer of from 1 to 3), 

.4. A compound represented by the formula (IV), salt(s) 

thereof, or. solvate( s ) thereof where the solvate(s ). are. water 
and/or alcohol (s): 



(7!^ >-Y-(CHa)l-N^ N-(CH2)n-Z-C~[vj-Ar' 

{CH2)m 



(IV) 



(In the formula. 



JLS 



A' 






or 
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X is -NH-, oxygen atom or sulfur atom; 

Yis -NRi-, oxygenatom, sulfur atom, sulf oxide or sulf one; 

Z is a single bond or -NR^-; 
Ar' is phenyl, pyridyl or pyrimidyl group which may be 
substituted with from one to four group ( s ) selected from lower 
alkyl group which may be substituted with group(s) selected 
from W2, lower alkoxy group which may be substituted with 
group(s) selected from W2, lower alkylthio group, lower 
alkylsulfinyl group, lower alkylsulf onyl group, lower 
alkyl sulf onyloxy group, hydroxy lower alkylthio group, lower 
alky Icarbonyl group which may be substituted with group(s) 
selected from W2, halogen atom, hydroxyl group, lower 
alkylcarbonyloxy group which may be substituted with group (s) 
selected fromW2, nitro group, phosphoric acid group, di-{ lower 
alkoxy )-phosphoryloxy group, sulfonamide group, amino group 
which may be substituted with group(s) selected from W3 , 
pyranosyloxy group and alkylenedioxy group; 

Ri is hydrogen atom, lower alkyl group which may be 
substituted with group(s) selected from W2, aryl group which 
may be substituted with group(s) selected from W5, or silyl 
lower alkyl groupwhichmay be substituted with group ( s ) selected 
from W4 ; 

Rj is hydrogen atom, lower alkyl group which may be 
substituted with group(s) selected from W2, aryl group which 
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may be substituted with group(s) selected from W5, or silyl 
lower alkyl group which may be substituted with group ( s ) selected 
from W4 ; 

R., ,R„ R,'V Rt'. R*"/ R7"/ R*'" and.R,'" are same or 
different and are hydrogen atom, lower alkyl group which may 
be substituted with group(s) selected from W2, lower alkoxy 
group which may be substituted with group(s) selected f rom W2 , 
halogen atom, hydroxyl group, carboxyl group, alkoxycarbonyl 
group, phosphoric acid group, sulfonamide group, amino group 
which may be substituted with group(s) selected from W3, 
aminoalkyl group which may be substituted with group (s ) selected 
from W3, silyl lower alkyl group which may be substituted with 
group(s) selected f rom W4 , or heterocyclic residue ; or any 
two of R., R„ R.', R7'. R«". R7"' R«"' and R,'" may form an 
alkylenedioxy group; 

W2 is hydroxyl group, lower alkoxy group, lower alkylthio 
group, lower alkoxycarbonyl gfoup, lower alkylcarbonyloxy 
group, aryl group, halogen atom, amino group, nitro group, 
hydroxy lower alkoxy group, lower alkoxy lower alkoxy group, 
lower alkoxycarbonyl lower alkoxy group and halogenated lower 
alkoxy group; 

W3 is lower alkyl group , aryl group whichmay be substituted 
with, lower alkyl group or lower alkoxy group and an aralkyl 
group which may be substituted with lower alkyl group or lower 
alkoxy group; 
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W4 is lower alkyl group ^ aryl groups and an aralkyl group; 

W5 is lower alky 1 group which may be substituted with 
group (s) selected from W2, lower alkoxy group which may be 
substituted with group(s) selected from W2, lower alkylthio 
group which may be substituted with group(s) selected from W2, 
lower alkylsulf inyl group which may be substituted with group ( s ) 
selected from W2, lower alkylsulf onyl group which may be 
substituted with . group(s) selected from W2, lower 
alkylsulf onyloxy group which may be substituted with group(s) 
selected from W2 , lower alkylcarbonyl group which may be 
substituted with group(s) selected from W2, lower 
alkylcarbonyloxy group, halogen atom, hydroxyl group, nitro 
group, phosphoric acid group, di- ( lower alkoxy ) -phosphoryloxy 
group, sulfonamide group, amino group which may be substituted 
with group(s) selected from W3 and alkylenedioxy group; 
1 is an integer of from 1 to 15; 
m is an integer of 2 or 3; and 
n is an integer of from 1 to 3 ) . 

5. A pharmaceutical composition containing an effective 
amount of one or more of the compound(s) mentioned in any of 
claims 1 to 4, salt(s) thereof, or solvate(s) thereof where 
the solvate (s) are water and/or alcohol(s) and a 
pharmaceutically acceptable carrier. 
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6. . The use of a compound mentioned in any of claims 1 to 
4 , salt(s) thereof, or solvate(s) thereof where the solvate (s ) 
are water, and/or alcohol(s) for the preparation of an ACAT . 
inhibitor, an agent for inhibiting the transportation of 
intracellular cholesterol, an agent for lowering the 
cholesterol in blood or an agent for suppressing the storage . 
of cholesterol in macrophage as fat droplets. 

7i The use according to claim 6 where an ACAT inhibitor, 

an agent for inhibiting the transportation of intracellular 
cholesterol, an agent for lowering the cholesterol in blood 
or an agent for suppressing the storage of cholesterol in 
macrophage as fat droplets is an agent for therapy or prevention 
of hyperlipemia, arteriosclerosis, cerebrovascular disorder, 
ischemic cardiopathy, ischemic entheropathy or aortic 
aneurysm. 

8. A method for therapy or prevention of hyperlipemia, 
arteriosclerosis, cerebrovascular disorder, ischemic 

cardiopathy, ischemic entheropathy or aortic aneurysm by 
administering an effective amount of a compound mentioned in 
any of claims 1 to 4 or salt(s) thereof, or solvate(s) thereof 
where the solvate(s) are water and/or alcohol(s) to a patient 
.suffering from hyperlipemia, arteriosclerosis, 

cerebrovascular disorder, ischemic cardiopathy, ischemic 
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enthejropathy or aortic aneurysm. 



9. A method of therapy or prevention according to claim 
8 where an effective amount is administered as an ACAT inhibitor^ 
an agent for inhibiting the transportation of intracellular 
cholesterol, an agent for lowering the cholesterol in blood 
or an agent for suppressing the storage of cholesterol in 
macrophage as fat droplets . 




Abstract 



The present invention offers novel cyclic diamine 
compounds and a pharmaceutical composition containing. the same • 

The present invention relates to a compound represented, 
by the foirmula (i) or salt(s) or solvate( s ) thereof . 




is an optionally substituted divalent residue of benzene, 
pyridine, cyclohexane or naphthalene or is a vinyliene group 
where 

Ar is an optionally substituted aryl group; 

X is -NH-, oxygen, atom or sulfur atom; 

Yis-NRj-, oxygen atom, sulfur atom, sulf oxideor sulf one; 

^; is a single bond or -NRj--; 

Ri is hydrogen atom, optionally substituted lower alkyl 
group, optionally substituted aryl group or optionally 
substituted silyl lower alkyl group; 

Rj is hydrogen atom, optionally substituted lower alkyl 
group, optionally substituted aryl group or optionally 
substituted siiyl lower alkyl group; 
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1 is an integer of from 0 to 15; 
m is an integer of 2 or 3;* and 
n is an integer of from 0 to 3). 

The compound of the present invention is useful as a 
pharmaceutical composition, particuairly as an inhibitor of acyl 
coenzyme A cholesterol acyltransf erase (ACAT) - 
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